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HC— (CH^j-O— (CH 2 ^R 3 (1) 

Ri « optionally substituted aryl or heterocyclyl; 
R^HorOH; 

Rj = a group of formula NR4R5 or 6-membered N-containing, 

saturated heterocyclyl linked through a ring carbon; 
R* = optionally substituted cyclic amino; 
Rj = optionally substituted alky] or 
NR4R5 = optionally substituted cyclic amino; 
m = 1-5 and 
n = 2-6. 

An INDBPENDHW CLAIM is also included for (I; R, « R, a ; Ra » H). 
Ru = phenyl (substituted by one or more of halo, alkoxy, aryl and 

lwnnoo/nn5*-A4. 


NQYBlfTY 

Calcium antagonist comprises a (hetero)aryl ether compound (I) 
or its salts or hydrates. 

DETAILED DESCRIPTION 

Calcium antagonist comprises a (hetero)aryl ether compound of 
formula (I) or its salts or hydrates. 




nitrogen-containing 6 membered beterocyclyl) optionally 
substituted naphthyl or optionally substituted heterocyclyl, 
bonded at a ring carbon, 
provided that the following compounds are excluded: 

(1) (I; Ru = ttrien-2-yl; Rs = piperazu>l-yl); 

(2) (I; Ru » l,3-benzodioxolan-5-yl or optionally substituted 1,3- 
beiizodioxolan-2-yl; R 3 = pyrrolidin-l-yl, piperidin-l-yl or 
morpbolin-l-yl); 

(?) (I; Ru » phenyl substituted by aryl; R3 =* piperidin-l-yl); 
(4) (I; R u » quaternised pyridin-4-yl; Ra = pyrrolidin-l-yl). 

ACTIVITY 

None given. 

MECHANISM OF ACTION 
None given. 

USB 

(I) are used to treat ischaemic cerebral damage, 
neurodegeneration, circulatory disease, nerve disease, epilepsy, 
convulsions and pain. 
10 uM 2~[2-(44HmzhydryIpiperazm^ 


yi-l-ethanol dihydrochloride inhibited 94.9% synaptosome calcium 
influx. 

ADlytuxpsTRATlOfi 

The dosage is 0.1-500 mg/day orally, by injection or suppository, 
externally or by aerosol, 

EXAMPLE 

l-Benzo|^]thiophene-5-yl-2-{2-cruon)ethoxy)ethanol (2.59g) was 
dissolved in DMSO (30 ml). This solution was treated with 
benzhydrylpiperazine (2,80 g), potassium iodide (1.84 g) and 
potassium carbonate (1.53 g), and heated at 80° C far 6 hours. The 
reaction mixture was added to a mixture of water (100 ml) and ethyl 
acetate (100 ml), and the organic layer was worked up to give 2-[2-(4- 
bOT2hydrylpiperazino)^ 
(3.71 g) as an oil. 

TECHNOLOGY FOCUS 

Organic Chemistry - Preparation: Preparation of (I) comprises e.g. 
reacting RiOT(R"XCH*) m OH with X'(CH2)nRs. 
R" = H or protected OH group and 
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X 1 a a leaving group. 
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r1_CH^CH 2 ")ho4-CH2)-R 3 (1) 
R 2 



(a) 



(57) Abstract 

AlkyI ether derivatives represented by general formula (1) or salts thereof, which are useful as excellent calcium antagonists, wherein 
R 1 represents optionally substituted aryl or heterocycle; R 2 represents hydrogen or hydroxy; R J represents (a) (wherein R 4 represents 
optionally substituted cyclic amino; and R 5 represents optionally substituted alkyl, or R 4 and R 5 may form together with the nitrogen 
atom to which they are bonded optionally substituted cyclic amino), or a nitrogen-containing saturated 6-membered ring having a bond from 
a carbon atom in the ring; m is an integer of 1 to 5; and n is an integer of 2 to 6. 
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R 1 — CH-fcH 2 4— 0-fcH 2 )-R 3 [1] 
I v 'm n 

R 2 
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10 h+v, ^h*v, T/n^v, 'fyyn^y, rh^rv, ^v/^y, ten 

v^tfi, ^f^v, xh^y, yo#^->, ^vyo^-x yf + y, -f v 
:/h*v, tert-T'h^v. ^>^;W^4r v*5 J: tf^* v ;U * * -> & ¥<7>Um&lZ 

>K ^>r- — J: flf^-fc fcv>C 2 - 6 T/u*-— >l/2g* ; T^-^tf 

&t*<7>C 2-67H;j^^ryM ; y^OT/KJUtli, y^D^D^K 

25 jc-?-;^*, yne^ft, v^n tffl, -fv 

y^/u-?-*, teit-rf-^-f-^-, ^>-^;i^;t\ A+y^ft, ^-7?- 
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*Jrv£«fc^>f >r-j^^y|j ;r^Mr;v^^*t(i, ^>y;w y7x 
v>^-^ ;u^=Srf<7)T^C 2-6 7;Uy-^^S£ ; T ^{£07^ 
C 1 - 6 7^n*v^£ ; 7«7;^^f tSfcli, 7x^H^^ -f-^^^ js 

>~>'**->^£:(i, ^ f U > y t + y i3 J: Ofxf 1/ y ^ y ^ c i - 6 

7;KW>yt + yi$: ;tH7y;^tli, *;i^;K T-t^joJ: V^-f-n, 
H - t*<7) C l - 6 7 -> >waS* ; T n >f £ t±, > ;U £ «fc Off- 

14, •> >t^t /Pi^if07Jl/C 2 - 6 7J^y >f IffitfftT/Hrfl'X/U* 

*;i^x;l/*.x;ug£ ; T V -)V7>)V*=-)\,&t\*. 7x-)^W-^ p- h fl> 
.x > x ;i/ * — )V jo «fc xf ± y f - ;w x ;u * - ;u & f * ; fiift r ;w ^ x ;v * ^ ;w * 
^rv^tli, *f->ux;u*:=.;i/*4F-v % xf ;i,x;l/^x;i/t*y, n--7°otf;i/X 
fr* — n,1r**s > ^77*nf;^H«^t + y, n-7f ;i/XJP*x^t^y, 

^t^fy|/:IM>fJW^x;i/t + yii:'(7)C i - 6 T )U * )U X * — )l> * 
3rv^£ ; TU -;VX;W* — ;i/^-^->^fcji % 7xx^x;i/^x;i/t + y, p- h 
;l'i>X;U^-;i/^^rv^ < J:Uf^--7^-;i / x^^-;u ; j-^v^^if$ r ; TiM&RT 
;^j^;i/*x;i,i^ii, ^>y';i/X;^x;i,5ji:*o7^C i-67^;^;l/ 

/uatSr ;1£0T^Jr^X;i/*x:;WT5 y^tli, ^ ^-;i/X ;i/*x^7 5 7 % 
xf ;i/X;i/*x;l.7 5 7. 7d gfrXfrfr—frT 5 y%t*<DC 1 - 6 TJHril/X 
A/*-^T 5 y*^£ ; T 'J-;l/X;wtx;P7 5 (i % 7x^Jl/XH^;V7 
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< smtli. fcTny-;K fc'^'Jy-;K k^7v-)K *^fcf^v- 

VUv— ;k -7°U-;k yj^K y'-f-.x.— ;k tf — ;K <fv* 

10 .> , /77-K>^y* , J;K ^/tH^JK ^o/77-iK -f>K'J;K 

T/'JiK * y 'j ;K ytKn + y^fUiK 2,3-yt Kn^>y*fx- 
>K 2,3-4H-l-f 7t7f ;K 2,3- 

ytKn^^/7 7-^ ^> V[b]v**-9-— ;K -f * ^V[2,3-a]tf V v;K ^ 
15 > V[b]t"^7 v — ?Ciy.=WK /fVf77* 1 JJK >K 
v7V'j;K k:U^v-;K 'fV-fS'K'J/K 'fV^r/'J^ 
* y - <t tf l , 4 - ^ y y* v * * - & £ J^jft-r & HE/K^ 

ti , t? ;w v ;p * ;u J: t/ ' l , 3 - ^ > y*y * * v - ;u tj ;p ;w & ¥<o1&M 

25 «^-so 2 -»^Ei*-r>So 

+ T'J 77;w<^ ;K^vi, ftftr 3k fi& 
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5 h~**fr1k£<D&&%&%%&-&MTfr*fr& ; v*n^*->;i/ft 
t*ff)y^7;i/JrJH ; F + i/^f;K * h ^yi h *r v ^ <fc Zf 2 -( h 
>j ^ ;u v 'J F^y>f;^j; ^OftiftT /u a * *> - Mr ;u * ; ^ > v 
fr**i/ *^frfj:t*(DTfr-&m.Tfr=i*^-i&m.Tfr*frm ; ^71^*^ 

-;i'fi^f)^ J :t , (7)7V-ii'f*-tl7^;H; 1,1 - 2 
d^~;k 3 3 -^-r — ;i/^5 JitfT'; JU&ifO&iRr ; 3fc 

CHc h 'J ^f;k> 'j ;K h >; v >J fr, h'J-fV "/n e';i/y 'J ju, v^-^n/ 
V/n 'J ;K tert-^JWv ;* fJl/y «j ;K teit- ^ y.7i- ;U v 'J A- , 
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V frm* F&mf hti&o 

15 t^y*^*-JK 3,4 - y^ h + y^Vy )Pt + y * p<h^->7V^ 
**^;K jl h ten-? h 3r~># frtf— fr x 1 , 1 - V * f^yn* 1 

7x-;Mh+y*)hf-;K 2,2,2-h , J^nnxh^yA;i'^-;K 2,2, 
2 - MJ 7*d^x h 2 -( h ^f-;w>'j ^ )vtf—fr^ 

20 2 -(7 jc — )V7,fr^=-fr)sz. h^islJ fr#— fr. 2 -( h -7 ji — ;i/*X*^^-)i 
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di(4-methoxyphenyI)methyl 
benzyl 
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tT'J ten- r h h'^A, 8kffi.iJWAi5£V7kmti- 

20 ^^E^-Cife^o 

%mt Ltli, Mx.if, a-Mfc* V ^Afcitfa-Mfc^ h >j ^A^h^Wbtt 

& o 

mm^mma, [7] ^t^t-^tT, 0.01-10^^^^^ <. 

25 £F £ L < li, o.i-if^^^-e^^o 

•roa&fi, o~2oot:, SFiL<i±, 2o~i5o , cc% i 2ommMM-t 



WO 99/31056 PCT/JP98/05610 

ttz^ -^[2]~[7]<7)fb^ujo^T, m^m^i£. yt^m&it. 
>6 ? -c§. femnuw&xvi-^xn&gkmziiim-f&ztrfxzzo 

1 ]> [la]i5J:y f [2]~[7](Ofl:-g-%U^v>T. kKn^y^ T^/^ 
-i!^[l]&£V ! l\a]<DT)l<*)\'^-T)l'mmi$-tfzl±<?<Di&$:, Milf, 

t[zx^xM<r>—$^[\]<DT)v^}Vj^-^)vmm^ttz\±^(Dm.\,zmmrr^z\ 
z\<dx o izLx&htitz— ^^.[i](DT)v^)u^~7-)um^^ttzit^(7)m.it, 

— 1&&\2}(oik&m*. &te<&&<r>1jm£tzitztLh*m&®.fr&t>-£&z.tiz 
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R 1 -CHO 
[8] 



Rl— CH-^CH 2 y-X 3 

H P 
[11a] 



: ^*^CH^-COR 6 
[9] 



R 1 — CH-^CH 2 j-COR 6 
H P 



[10a] 



R 1 — CH-^CH^CN 
H P 



[12a] 



R 1 — CH— fcH 2 VoH 
H 

[2a] 



R 1 -CHO 
[8] 



H— ^CH 2 ^-X 3 
[11b] 



R 1 — C 



R 1 — CH— ^CH 2 VcOR 6 
OR 7 P 



[10b] 



R1— CH-^CH 2 y-CN 
OR 7 P 



[12b] 



R 1 — CH-fcH 2 VoH 
OR^ U 

[2b] 



li, X 1 £ J: 2 t mm<vf$m&* ; p t±* 0 £ J: 1 ~ 4 <7)^&£ ; q (±, 

0 x V s 1 ~ 3 <Dmk*. tn^tim-to J 

£§54-68H(l992^ &«)Kf2«StO;£v£ £ *i(i^*ucm i:;t:^-C||*fei-tLtf J: v> 0 
-r^^li-*-^- - (Wittig-Homer^lS & t'i)^\f htl& 0 



WO 99/31056 PCT/JP98/05610 

*it¥&M. f&29-244W(l977^ &#)Uie*t£ fix ^&-%mt tzlifrtuzm C tz 
B^t^ffl. fg333-448j|<1977^ A#)UK«$*Lrv^*at ^ttf-tHZif 

^i24-i33M(i992^, A#)UE«lo*ife* fcrt^*tici> Cfc^tt^|Ofii-*ttf J: 

(A-5)-^ [lla]Ojfc-£-^£. mi%<Oi'TSitKfclZttirZl£l,Z£ V) . [i 
¥£M, l£l428-1484W(1977^ ;*L#)l;:|B«£ tlX^Zjj&t fziiZrtHzm ttz 

^i-83M(i992^, %m&£vmmt&m&* mum. a^it^m. sg72-97Ha 
992^, %m ^tmztix^zjj&ifz&ztiizmt tz^rnxmrn-rtm x^ 0 

(A-7)H&^[10a]<Oft"^£. MftV&TtKS&lZtt'tZLtlZXI)^ -«^[2a]<Ojfc 
*ffc^#M, ^29-244H(i977^, A«)t:SEIRo^a* fcJi^tLHi* tfe^-en 



WO 99/31056 PCT/JP98/05610 

cobo&h, sfoAtiKDum^ mx.ii. mmt^mm. m22m. autism* 

^faWlzit. HMKJBtLXit, Mz.l£. -fc^*T)V<Dit1}i\fz.fc. } ) 7 * 
•7 h X * -(Refomatsky),R/S£ if T&^ff 0 

(A-9)-^[8]ofb^^, S#w#*nRtc?^#i-c.tuj:»). -^[i2b](7)fk 

^^^> f£l428-1484jC(1977^ A#)tCfBmO;£&£ it li^tUdlg 

Ji-rtLlf Jii/^o ffrMRlDfc LTlis MZ-l£, vTJM K'J >fbKlD&£W$Uf ^ 

^1428-1484M(1977^, :*L#)KgE$£<Z>#i£3: 3fc«i**LUifc ttzJy&X'm 

(A-ii)— &3:[i2b]«>fl:£tt&. ii#o*D7tc5-»Si£:N 7;^'jyxi:uxxr 
>Wb £ £ ti TfciHb -/MvywiK-^i irro £JK7kSH b% u «t * Mtc iztf 

in-83H(i992^ iim&zvmmt^Bm. mums smt^m, ^72-97«d 
992^, xwzfRWL^tLx^^mitzit^tiizmctiism^mMirtiiix^o 

#fb^$L 3!29-244M<1977^ 2 fcli^JUCig 
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Zbiz^ -^[lOaj^fb^^rt. R &1t&%liWMt Lt, (A- 
1). (A-3)J3 J: tf(A^)<7>^£*| J: «^[2a]Oft-& 

%£Sii-f So — &j£[10b]O{bg-tl<7>rt x R 6 ^7K*T*^>Sfb^% 
LT\ (A-8), (A-10)i5i^(A-ll)^R^^l9iS-r^ t-CJ: I) #tStfj|<7>|| 

±-C^/*^it&{Ci3V^T, — ^[8],(9],[10a]-[12a] v [10b]~[12b],[2a]i3J:^ 

l$btltl — ^3^[8] s [9] , [1 Oa] ~ [ 1 2a] , [ 10b] ~ [ 1 2b] % [2a] 33 «fc [2b] <D it^a® li.&ffi. 
$ lb U , — &5t[8], [9], [10a] - [12a]. [10b] ~ [1 2b]> [2a]i> «fc ?/[2b] <D ffc£-fe IZ & V » X , 



-IQ 

WO 99/31056 PCT/JP98/05610 

/ \ X 2 -fcH 2 Vx 4 [13] / \ / \ 

R 1 — CH-^CH 2 j-OH V In R 1 — CH-^CH 2 j-0-^CH 2 J-X 2 



R 2b ' "n r2 



I X 5 -^CH 2 ^-COR 8 [14] 

R 1_ C H-/CH 2 V0-{CH 2 VC0R« - ^"f^" 2 ^ 0 " 2 )"™ 

R 2 ^ ' m '* R 2 

[15] \ / 116] 



R 1 — CH-^CH^O-^CH^COOH 

R 2 m r 

[4] 



X 6 Mg— ^CH^O-^CH^X 2 



R1-CHO — . ^"-{^i 0 "^* 2 

[8] ° H 

[7a] 

r^'f, R 2 > R 2 . R 2b . X 2 , mioi^nJ^ B«ISL/i <h I^HOl^^^f 
; X 4 . X 5 &J:t>*X 6 l±, ; rli, 1 ~5<7>Hi5c£. -S"tL 

5 ^axm-to J 

(B-l)-^[2]Oib^4r— ft^[l3]Offc^*tRlEiS-*, Zh\z, ffimiz£*) % 



40. 

WO 99/31056 PCT/JP98/0S610 

5 V?n.\£ tur * l,8-vT-»f tT n[5.4.0]^ > -r*?-7-^ >(DBU). fcf 
»;v>, tert-^r-^v^'J^A. Mtb'i^A, 'j *Aj3«fci/7k^tfc-*- h 

10 -^Sf&ti. -io~i50t:, 0i L< (±. o-soVX\ iofr~20B#p B mifc-t- 

15 ^ • ~> (Protective Groups in Organic Synthesis)* K7 - ^/'Ja- • 

^ 'J - >(Theodra W.Green)(1981^), v 3 > • * 4 V — • T > K • * > X • 4" > 
3-*'l/f7 K(John Wiley & Sons. Inc.)] Klfi^ $ tlX ^ Z> t tz li * fliZ^ 
C tzJ5& X$mirtL\£ X v\, 

(B-4)-^[4]Oft^i^(±-^[l5]Ofb^%^, a#O^TCjRl&{C#i-CI 

M (1977^, A#) iztmzfox^z^mitzit^tiizmttt&xnt&irtitf 
X v^ 0 

h^fc KD7 7 > & XZF-J* > % t*<DJ^-7- )VM ; ^>-t£>, KjwojsJ: 



WO 99/31056 PCT/JP98/05610 

a * v \y y & t^^mmtfomm ; v * * * * >v * * *> k & t-o x * * * -> k 

$L&LxmmLXi>£\,* 0 

yynli^xf;i,7^, 1,8- vT-T If n[5.4.0)^ >T-'^-7-^>(DBU), tT 
CB-d)— «!*[8]©jk^i»U— &^[l7]Ofk^>£R»£$-tt:* uti:J:i), -«5£[7a] 

<d Kmx'&m ztiz>mmtLxi± y K& izm&w *Ris2*^i><DX'*>tn££ 

20 < „ ^Jx.li\ ->*jc?-fl^--r;K r- h y t: K n y y > X V s V Jr > & ¥<r>*.- 
— ^[17]<Ofk-g-%^^fflfiJ±, -^[8]COfk#tJ(^LT, 0.8~10Ofg^E;Uffl 

v^tt»fct< > $f^L<{i. o.8-iof&^;uT-*>^ 0 

25 Z\<OKBiim^, -78-100'C, Vf-i L< li, -78~50t:T% 5fl-W-24«FraHiS 
7-'">^ • K'75>-fe (Bull.Soc.Chim.Fr.) , 1967(5), g£l533~~ 1540K^ffi 



WO 99/31056 PCT/JP98/05610 

— &5£[2), [4], [7], [7a]. [8], [i5] & <fc t^l6]Oft:-£-^t-i3^T, t Kn^v 

>&m iz& c x e fc&%a<7)?j mx zith (Dumm * ®m-t z>^t &x § * 0 

±tiiE'<fc«jSffi^fi»t*, -^[2]. [4], [7], [7a], [8], [15] £ J: ^[16]<7> 

it^miza^x^ m&mMz.i£. %&m&{t. &&&&&& 
7W£-f&*§£\ ztit>-t'<x<Dm&ifrzi&m-t2>zt&x&, ttzntfm. 

— «5fc[2], [4], [7], [7a], [8], [15] t$ X ZF{\6]<Dit^lt. i£8£-£-f{C 

*&wit&mt. mmtu &&m* mmrn, mmnmm. mm -Hmm±m. m 

ffimMs $iit • mm • frw&mtm, m^m±m. wmm • ^fls^jtak • 
stusij, m&nu m&m, mmrn, mrnim. %fmm±m. mm- P Hmmm^t~ 
n&mmm&mMzmis-Lx, mum (mtk tHM* *a 

±ie#a»jti, a^w^uj: vmiitztiZo 

^^Ri9j;iyD7 7*, rK->$if&, T>-f>m. **7?->mwL, 
tr^^r^n-^, tf— A^i— x/p, #y if— info*; k>, an^*^* 



WO 99/31056 PCT/JP98/0S610 

>*->J a~)umi- h A ta k*(DffiMM IXfT'J /WT/urf-zK xf7U >®L 

is «£ a*** >; -x^ u > ^ 'J n - t'oftraj ; g«T > ^e- -7 Ai£, 7 ^ V 
<7 A £ <fc tfa n Ktfc'T- t'OMt • ©if i§#& ^@SM#HI;fflE^fl§i£ 

^A&iv>«i£ij ; h'^A, h 'J -7 Ai5«trr«j >^ h 'J *7 

A, ynfl/v^ija-^ ^if^th'i^A, 2cJ§.#B^>v*;K 71/^, 



WO 99/31056 PCT/JP98/05610 

Kft*j £ k li. iiTO^#&ti_biei&», ? y - a . y ^ i tz t±^- 
ai3S8£ : -> -f 7" h V- a * * -> * a % x«i»Jf^ffl 

v * n v -(J.PhysioI.)s 31387^, ^415-423H(1987^)U|S|K^D.A.Nachshen h <D 

41147 U^-77 hfcBr&U 7cBaJS®^^»?mi-o JSlT«>«Mfc«U *#T-C 
ffof.ro f70 >-**7^*^y't^ -f— "C032MV' 3|t?&(5mM HEPES pH7.4. 
O.lmM EDTA?r^tf)T-16X h D-^^^y t'f Xf-5 0 *ty*^- h£l000Xg 

PercoII(7 T Its'? v7tt) : Sr#tf0.32Mv aftifc-Cflafiilg^*: *)3m\t «fc -) &C 



WO 99/31056 45 PCT/JP98/05610 

SiJt^o 10%Percoll 1 16%Percoll & MM L x ^±US!f ; ^t&£<7)-£&o 1800 
OXgT-2055-rB^^^Hi-^o 10%Percollt 16%Percoll<7)#ffi<7)v-f 7° h V-Aft 
$tc^-f £o 10<§*<7)NaClMW^(145nM NaCk 5mM KCK 3mM MgCl 2 x 10mM 

glucose, O.OOlmM DTPA S lOmM HEPES pH7.4)T-^rf? t , 15000Xg-C*2053^it'k 
^gTf&o l#<b^7t:itS^n-';-^X-^>/^^fiL> 800//g/ml<!: «t ? IC 
NaCIiiS*»i££J)nx.&o 0.2mM Ca 2 + Z^tsNaCmffifct l:\X'M%\ CW^UF 
ura2-AM£S3£itJg3 / /M£ «fc ^ UjDx., SOT^SO^iJDS^f "T^ o OV*t\ 
Mi&"C*$. «9 &^OFura2-AM£NaCIi^®&T~tfei£&£* L, ? > >"? ? 1:200// g/ml 
t & -2. «fc 9 it* ^NaCl^^^T'S^ L> y ^ ~f Y V- Atg D a p 1" £ 0 30*0 (' *D 

j >^tj.^-V3 y-t& 0 CaCl2(^lftJKlmM)i5«tU f y^--/h:/-A^5 3 plOO/ < 
I^tJDA> KCl£Si&ii^50mM<>: £ -9 «Jjp Lfz t # OFura2-AMO:£7fc(S&£2 
&JB40fc X *>*380nnu &±ifc&5\0nm)m<V^itZ ^m7Z.-f 2> o 
ft^ h . KCIY^JJD K <t S y ^ 7 h V*- A |*| CsIl A Lt*^v-)Afi^iaitSo 

Fmin( A 1) Fmax( A 1) F( A 1 ) 

Rmin = Rmax = R = 

Fmin( A 2) Fmax( A 2) F( A 2) 

R - Rmin Fmin( A 2) 

iftJtC = K X X 



Rmax - R Fmax( A 2) 



F(A 1) I 340nm<7)jg7fc$i&Jg 
F( A 2) : 380nm<7)3^$£Jg 
K I Fura2-AM<7>Mgifc^gt 224 



25 



WO 99/31056 




46 


PCT/JP98/05610 






10- 5 M"Ctf>BU£%%) 




10- 5 MT*<7)|fiS:$(%) 


1 




94.9 


2 


47.6 


3 




86.9 


4 


47.4 


5 




85.7 


7 


75.5 


8 




93.9 


9 


98.9 


13 




39.3 


14 


94.3 


15 




71.1 


16 


54.7 


19 




29.8 


21 


50.8 


25 




39.2 


26 


53.7 
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93.5 
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97.9 
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91.7 


37 
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91.1 


39 


65.1 


40 




64.3 


41 


99.7 
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71.7 
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74.3 
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51.2 


45 


67.1 


46 




24.3 


47 


94.7 


48 




94.7 


49 


86.1 


50 




71.0 


51 


79.6 


52 




96.2 


53 


96.6 


55 




35.6 












10" 5 M-ec7>|?a#^(%) 




io- 5 m-c<om^(%) 


56 




94.6 


59 


54.1 


60 




64.0 


61 


50.2 
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63 


53.9 


66 


58.2 


67 


83.0 


68 


41.4 


69 


82.7 


70 


62.4 


71 


38.4 
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96.5 
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70.9 
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40.4 
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36.9 
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21.4 
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82.4 
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20 5km*nifo-t2>tiib<Dm&<nij& i 

7 7-f-HiJttSfifltl±, ->V*^60, No.7733 (^Ol/^ttSD iii^B.W.v 

25 v bw-i27zh (m±v>; vT^ttis) *m^tz 0 

Me : E t I iPr MV7°n fc?;K P h : 71-^ 

^>'/[b]f*7x>-5-*^*'7;l'fb Kl5g£-r h 9 Kn 7 v >150mlU? 



WO 99/31056 PCT/JP98/05610 

U -30t:TM.6M<^2-^ nnx h^fy^f /W/^v^A^ n KWf h 7 K K 
nyy >j§^i00ml£30fr£^LT^TL*:f&. WCll*BflB$t4„ JRJSi& 
^^TK^OOml^J: tFftB*^>l'50Qml©ift£ifc^*AU 6mol/Ua^T*pH2. 

/:^g!|?:*7i^n-7 h/?7Y- (igSti&n-^*^ >:g^^-f-^ = 10:1-3: 
1) T-ffi^i-nif, vi^l-^<>y*[b]^^-7i >-5--f ;k2-(2-^nnx F+v)x^ 
y-/H5.6g£#£o 
HJfcfl! 1 (2) 

1 -^c y V[b]^- t7x >-5- 4 fr-2-(2- ?DDxK«>)x?y- >P2.59g £ v * f- * 7, 
A^Mv K30mlCi#JSU iOgigtH'OXt KU v >2.80g, 3*5 it* 

V -7Al.84gi5J:CrRm* -7 Al.53g«riHlX., 80t:r'6Bf HQ Wf & 0 RJSlS^KJ 
*7KlOOmli5«t W&^^W<X)mlOrI^&*tC#AU t«l*W4o £ 
H7KJg*gt^^^30ml-e«JtBL, ftH^Lfc^flWfc'&fc-fr-C, 

DD*;VA:^^7-^=40:l) -effitH-*Ui\ y&#t?>2-[2-(4-^ > X t K 'J tf ^ 
7VV)X h^y]-l-^>7'[b]ft7xy-5^ ;P-1-X^ 7 - /U3.71g£*#& 0 
IR(KBr)cm 1 :3448,28 1 5, 1 45 1 , 1 1 1 7 

NMRCCDCl,) 8 fll:2.3-2.9(10H,m),3.3-4.0(5H,m),4.25(l H,s),4.8-5. 1 (1 H.m),7. 1 -7.7( 1 
3H,m),7.7-8.0(2H,m) 

nifcei 1 o) 

2-[2-(4-^< > Xfc V 'J )V tf^V v y )x. h ^ v]-l-^< > V*[b]^"^ "7 \x. >-5--f JW1-J. 
* J -;W3.70g^g^^-^;U37nilU^L. i <^i£U3.4moI/U£^i£ffc7}CjSf- v 
**-*>igifc3.5inl*tJll;L, ^fiT'lBfra^i-So DfH5 B a a^ML, ftixf* 
TfliifrLfcffc* SBft-*-*Uf, 2-[2-(4-^>Xkl K'J^fc'^7yV)X h dpv]-l-^> 
V*[b]^*7jc>-5--f ;i/-i-jr.^y-;u . (No.l) 3.41g^#^> 0 

»#!!2 




mc2] 



50 " 
WO 99/31056 PCT/JP98/05610 

R^CH^CH^-OfCH^R 3 
R 2 



NO. 


p 1 

K 


d2 m 


p 


R 3 


9 


r 


OH 1 


2 


/ r-^ Ph 
— N N— / 

fi 1 


10 


CO" 


OH 1 


2 


— N \^^^P h 
\ / 


11 


COT 


OH 1 


2 




12 


cor 


OH 1 


2 


OMe 


13 


cor 


OH 1 


2 


— N 
i 

Et 


14 


COT 


OH 1 


2 


— N Ph 

• 

Et 


15 


cor 


OH 1 


2 


CF 3 

-OQ 


16 


cor 


OH 1 


2 


/ CF 3 
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R 1 -CH-{CH2)j-0-(cH2lj-R 3 

No. R 1 R 2 m n R 3 




25 L 1 OH 1 2 — N N^-^Ph 




S 




26 fT T OH 1 2 ^XX^ Ph 

Et 

/ — ^ Ph 
OH 1 2 ~N N-< 
X _ Ph 

No.2: 2-[2-(4-^ > X H K U >U tf ^ r>V)xf^ >-]-l- T7 i — Ji * J - )V • — 

5 SJ>^:214-217t: 

IR(KBr)cm"':3413, 1456,1 130 

NMR(d 6 -DMSO/D 2 0) 8 -(t:2.6-4.1(14H,m),4.7(lH,t,J=6Hz),5.35(lH,s),6.8-8.0(15H, 
m) 

No.3: 2-[2-(4-^< > X \L K V >U fcf^ 7'>V)ih=lr v]-l-(2-^" 7 ;W)-1- J- * y - 
10 )l* • 

Bl£:21 0-213*0 
IR(KBr)cm' , :3407, 1456,1 121 

NMR(d 5 -DMSO/D 2 0) d -fit:2.6-4. 1 ( 1 4H,m),4.90( 1 H,t, J=6Hz),5.45( 1 H,s),7.0-8.0( 1 7H, 
m) 

15 No.4: 2-[2-(4-^< > X £ K x ) )V \Z ^ 7vV)Xf4r v]-l -(3,4,5- h 'J ^ Ry7x- 
M*:151-154'C 

No.5: 2-(2-(4-[y(4-7^tD7x- ;U)y ^;l^]t^-7 yV }Jt: h+y)-1.7i-iM 
20 ®L*:223-224 < C 



WO 99/31056 PCT/JP98/05610 
IR(KBr)cm' , :34 18, 163 1,1 456,1 121 

No.6: 2-[2-(4-^< >Xt K 'J ^ fcf ^ 7vV)x^ >]-l -(3- tf 'J V )U)-\ -i ? / — 

ii*:204-207 < C 
5 m(KBr)cm-':3418,1631, 1456,1 121 

No.7: 2-[2-(4-^ >Xt K'J JHi^7yV)i h# v ]-l > V*[b] 7 9 > -5- <i /U- 1 - 

-x ? y - )V • ZLVsMOSl 

gfc.£.:145-147 < C 

No.8: 1-^ > V*[b]^ * "7 .x. >-5-^ ;W2-(2-{4-[ v(4-7 ^ n 7x^Jl/)^f ;PJ fcf^ 
io 7 yV )x h ^ y)-l-x ^ y - ii/ • 
M-*L:173-174t: 

No.9: l-(6-7il'tn^>>/[b]ft7x>.5-'f ^)-2-[2-(4-^ > X t K'J^tf^^v 
j.^ v]-i- i^y-;i^ • 

155.5-1 56*0 

15 No.10: l-^> , /[b]ft7x>-5-^ ;W2-(2-{4-[(E)-3--7 ji ^.;b-2-7°n tf^ 
7 yV }x h ^ y)-l-x ^ y - ;v • ZiS^fi 
S1£:237-238T: 

No.ll: l-^>"/[b]f*7x >-5--f ;W2-|2-[4-(4-7 h ^ >^ > v vV ]J- 

20 it£:230.8-232.4 < C 

IR(KBr)cm':3386,2974, 1 5 1 9, 1 257, 1 1 23 

No.12: 1-^ > V[b]^:t 7 .x. >-5--f ;W2-{2-[4-(3,4,5- MJ 7 h ^ > v 
7 ->V]J- h +y)-l-x^ 7 — ;l/ • -&gg& 
1W?.:221-223T: 
25 IR(KBr)cm l :3396,2983, 1592, 1467,1 128 

No.13: l- / ^ , /[b]ft7xy-5-'f ;W2- { 2- [( 1 v^t- h =y \l Kn-iH-3-t:n 

ij ;b)(j.^;i,)T $ ;]i^y).i.x?;-ji, • 

i*:7 ; e^77X 

No.14: 2-(2-[(l-^>Xt K'J F7t Kn-iH-3-fcfn 'J ;i/)(ji^-;u)T ^] x 
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No.15: 1-^ > 7*[b]f" * 7 j. >-5-4 ^-2-(2-{4-[3-( MJ7Jl/tD^f«')7i- ^]- 

l, 2,3,6- x h 9 t: KO-i-kf y v^x. h^v).i.i^7-^ • i&^ia 

5 Hi* I 199-202*0 

No. 1 6: 1 -[2-(2-^ > V[b] f^7i>-M rt-2- tl K n ^ -> h ^ -> ) )V ]-4-[3- 

(h >; 7)^n^f)i/)7i- ^H-tf^'J vV-;u • tl^ia 
Sl£ : i94^i96t: 

No. 1 7: { 4-[2-(2-^ > V*[b] ft 7x >-M *-2-k Kn*->x h *->)if 
io ->V »(3-tf 'J * y > • 
sfc.S : i94-i98t: 

No.18: 2-(2-{4-[1 ,3-^ > V*f 7 V*- ;l/-2- ^( ^ f JV)7 5 yjtT^'J vV)i h 3r 
~>)-l-^ > V*[b]f - t7x>-5-^M-x?;-^- 

gfe* : 82-83t:(^^) 

15 IROCBOcm 1 -.3398,2854, 1604, 1366, 11 20, 1008 

No.19: 2-[2-(4-^>V*[d]^f V 7*- ^-3-^ ;Vtf^7yV)X h ^ ->]-l-^ > 7* 

[b]f^- 7 jc >-5-4 ;i/-l-^^ J -;l/ • Hi&g£^ 

M£ I 231-233.51C 

IR(KBr)cm':3412,1529,1451,l 1 17 
20 No.20: 2-{ 2-[4-(5- 7 ;1/ * n ^ > 7[d] -f V * V- ^-3- -f ^) tf ^ U v 

Ifcj£ : 194-198'C 

IR(KBr)cm , :3230,2960, 1444,1 198,1 135 

No.21: l-^>7*[b]f *7i >-5-<< ;W-2- {2-[4-(5- 7 n 7*[dH V 

25 V- ;W3-f ;U) tf^c 'J yV]x(>Jfy).i.x^y-^- &Bfc£ 

St* : 196-197*0 

IR(KBr)cm':3256,2956,1440,l 193,816 

No.22: 2-{2-[4-(5--f 7*7 'J ;^A'*-Jl')-l ) 4-y7^0-l.'f ;i/]xh^v)-l- 

7 j. — ;u-i-x. ? y — ;u • ia^^ 
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Hl£ : 101-103T: 

No.23: 1 ,3-^ > V* v * * V — A/ -5- >f ^ {4-[2-(2-^ > V[b]f- t7x>-5-'f /1/-2- 
Kn^fyx h^rv)^-^;k]tf^-7 vV }y *y > • JSKJfi 
Kj^C : 192-193*C 
5 IR(KBr)cm" 1 :3406,2896,2577, 1 65 1 , 1 44 1 , 1 256, 1 036 

No.24: I^^Vvt^V- ^-5- ^ ( 4-[2-(2- H KD^y-2-7x-^Xhi|rv) 

ife* : i8i-i82 , c 

IR(KBr)cm"':3345,2882,2584, 1 639, 1 445, 1 250, 1 043 
10 No.25: 1 -(2- "f 7 ^)-2-(2- { 4-[(E)-3- 7 ^ — ;V-2- T'n^xfl/jtf^^yV jxhi(f 

St* : 25i -252 

No.26: 1 > V*[b] ft7x>-M ^-2-[2-( -X. ^ ^ { 1 -[(E)-3- 7 jc — ^-2- ~7 n ^ 

;i/]-3- fcf o'jy-^)7<y)ih^f ->]-i- j. * y - ;u • ~m.m.U 
is ill* : i3o-i32t: 

No.27: 2-[2-(4-^ >Xk K'J ^^7vV)X h + v ]. i -(2- 7x-M> V*[b] f - * 

Bus : 214-21 6t: 

IR(KBr)cm':3363,2365,1454,l 146,1 127,758,703 
20 ^Jt5#l3(l) 

2-(2-^ -7 + /W)-l- J- ? y - Jl/2.0g& h ^X >8mli3 <t tfSMKW/V^BMfc-J- h'J^A 
MS8ml{:iSL, ClO^^lCl-7'o^-^ nn-T'^ > 5.4ml is X OTKifojc* 
T" h^n-r^T >^*7A0.12g£tlJJ;i, 2B#WaSl£-r & „ JS:iSM^^7K50ml 

SHiffl/=6:l-S»xf^) -efflMI-tLff, r4t^<7)3-y OD/f^ [2-(2-t7f 

i-x;KNo.3-l)2.5g^|f -l>o 
IR(-~ h )cm , :294 1,2863, 1 1 13,817,747 
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flttiat, 

No.3-2:3-y" nn-/n fcf;U [2-(Z-1-7*jnsyx-1-A>] -f-JU 
No.3-3:3-^DD/<>f;i/ [2-(2-t7f ;V)xf jl/] ^--r^ 
IR(-- h )cm-':2938,l 1 12,817,746 
5 No.34:3-^ODA^yjl, [2-(2-t7f ;V)if JP] -X-^;t, 

No.3-5:2- / ^ , /[b]ft7x>-5-'f (3-? n n fcf;i>) x.-7"/i> 

No.3-6:2-^>V[b]f t 7x >-5--f ;l/Xf ;v (3-^OD-/f Jl/) .x-t^W 
IR(~ - h )cm ':2940,2863,1 1 1 1,701 

nmm 3 c?> 

10 3-?on7ff [2-(2-f-7-^>l'p^;U] x-f ;H.Og?:N,N-y^f ;>*;va7^ 
K5ml izmM L > d <7)rg}£ [:i-^>Xt KU^tf^v v > 1 .33g £ J: XJF »m *'J7A 
0.58g£ JDX., 100r-C2^F^*#-r^)oS:iSrS^^7K30mli3 «fc O^KJ-f" ^20ml 

ff)MtciAL^ >5»**iM?U Wa»*«-JRi--So 5frJRLfc#«« 

-^^■^ = 1:1) -effii^i-tL{^ iSfe|SB^£7)l-^>Xt K>; ;W-4-i4-[2-(2-^-7^;U)J. 
Hife^O 3 (3) 

l-^>XtK'J )V^-\4-[2-{2-± y * ;U)x: h * v]:/^ /U J fcf x 9 v > l .4g£2--/n 
20 /NV-;i/8mlH?#mL. - ^ jg j& H5.6mol/L^^^< ->'xffx-fJHt 

i.3mi?r}!3nx, M?s-eifOT»-f&o tirm&ztim-fniz. 4-(4-^>xt kv^ 

t°^7yV)7fiV [2-(2-^--7f-;U)x\^;i^] )V • ~i&S&&(No.28) l.Og£# 

ttj& I 204.5-205.5t: 
25 IR(KBr)cm- , :2244,2205,l456,l 1 18,707 
H»J4 

^»J3(2),(3)i:|Hl^|i;LT, £D £**& 0 
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R^CH^CH^O-fcH^R 3 
R2 



No. R 1 R 2 m n R 3 




art:, ^D^jb^^t^o^fii^^i-o 

No.29: 3-(4-^ > X t: F V Jl/ \£l =7 V J )7 B n \£)V [2-(2-^ "7 )V] i- -f 

* • z^agwji 

5 it* : i88.5-190.ot: 

IR(KBr)cm':3409,2430,2361 ,1456,1 104 

No.30: 5-(4-^>Xk K'J ;Vk'^7 vV)^>f A- [2-{2-t7f^)if/l'] Jt— -f 

14* I 193-195.5t: 
10 IR(KBr)cm 1 :2945,2358,2208, 1456,1 104,708 

No.31: 6-(4-^>Xh K'J^^^yVjMy^ \2-&-1- 7 fo)^?- fr] i— T" 
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H£ : 118-122^: 

IR(KBr)cm ':2935,239 1,1 455,1 107,709 

No.32: l-[3-(2-^ > V[b]f- t7x>-5-^ h ^ v)7 P a tf /U]-4-(4- ^ h + v^> 
5 v )P)^7y>- r 
H> I 245-245.5*C 

m(KBr)cm-' .2363,2344, 1 5 1 6, 1 25 1 , 1 1 0 1 

No.33: l-[4-(2-^< > V~[b]?-*7 i >-5--f h v)^^-;l-]-4-(4-^ F*y^>y 

10 Hj& I 232-233t: 

IR(KBr)cm l :2370,2345,1508,1438,1251 

No.34: l-[(3-(2-^>V'[b]f t7x y-5-i;VX b^y)7'D tf ;U]-4-(3,4.5- HJ ^ h 
^ri"^ >' fc? ^ 9 v > • 
g$ j£ I 225-227*C 
15 IR(KBr)cm':2940,2424,1595,1466,l 130 
5li5fe^!l5(l) 

2-^ > V[b]^- * 7 J. >-5-^f 9 J — /l'5.60g£rN,N-> ? ^^^A7 5 K28 

ml«8IU -O^UtR^T. tert--7*h + v* U 7 A4.23g*Sn;U HiSj£-C30 

20 09g£Jra;L. Hia£T?305frlSK $fctc£S-C2i$ffl«#i-So Kifcifl£1& 

■f- /HOOml & J: U f 7K50ml<7)zS^•^^4 , U^tX L > 2mol/USm-CpH2.0^fl^ L 

25 77^- (mmmn-^^y ! ^86^-^^=5:1-2:1) -C»«i"tLtf. rS#<7>2-(2 
■^> > /[b]ft7x>.5-^ h ^rvH-^'i *J J -\-3-9 J >(No.5-l)8.50g£ 

IR(KBr)cm' -.2935, 1652, 1444,1 255, 1 1 18 

NMR(CDC1 3 ) d -ft: 1 .2- 1 .8(6H,m),3.05(2H,t,J=7Hz),3. 1 -3.8(4H,m),3.8 1 (2H,t,J=7Hz), 
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4.1 5(2H,s),7. 1 -7.6(3H,m),7.7-8.0(2H,m) 

No.5-2:2-7i*^rt'**v-l-fc:^ l J *J J -\-3-9 S > 
IR(KBr)cm ':2936, 1646,1446,1 1 18 
5 NMR(CDC1,) S -fi:l .2-1 .8(6H,m),2.93(2H,t,J=6Hz),3.2-3.7(4H.m),3.76(2H.t,J=6Hz), 
4.13(2H,s),7.26(5H,s) 

No.5-3:2-[(4-^ h^y7x v]-l- 1:*^? 'J yV-l-x ? y > 

m(KBr)cm':2936,1644,1445,1248,l 118 

NMR(CDC1 3 ) 5 1fi:l .3-1 .8(6H,m),2.87(2H,t,J=6Hz),3.1-3.8(4H,m),3.72(2H,t,J=6Hz), 
10 3.80(3H,s),4.14(2H,s),6.85(2H,d,J=9Hz),7.20(2H,d,J=9Hz) 

No.5-4:2-[(3,4- v * |>*y7x^f H/)* v]-l- fc? ^ 'J V S S * 
IR(KBr)cm" , :2935,l 644, 1 5 1 7, 1 446, 1 262, 1118 

NMR(CDCl,) < 5'fft:1.2-1.8(6H,m),2.88(2H,t,J=6Hz),3.1-3.7(4H,m),3.74(2H,t,J=6Hz), 
3.86(6H,s),4.15(2H,s),6.80(3H,s) 
15 No.5-5:l-t°^'; vV -2-[(3,4,5,- h } ) * h + y7x^f ^)t^-y)-l-x^ y > 
IR(KBr)cm-':2937,l 643, 1 462, 1 239, 1 1 28 

NMR(CDC1 3 ) d ffi:l .2-1.9(6H,m),2.88(2H,t,J=6Hz),3.1-3.8(4H,m),3.77(2H,t,J=6Hz), 
3.8-3.9(9H,m),4.16(2H,s),6.49(2H,s) 

No.5-6:2-[2-(2-^--7^-;U)^ h^y]-l-^'J ^V-i-i? y > 
20 IR(KBr)cnr , :2936,1645,1445,1118 

No.5-7:2-(2-^ > '/[d] << V * V*- ;U-3- W h ^ 1: ^ >; v / -1 * / > 
IR(KBr)cm-' :2937, 1645,1 443,1 1 19,755 

NMR(OTCl,)<5ffi:l.l-1.8(6H,m),3.31(2H,t,J==6Hz),3.0-3.7(4H,m),4.00(2H,t,J=6Hz), 
4.17(2H,s),7.1-7.9(4H,m) 
25 No.5-8:2-(2--^ > y[b] 7 9 >-5- -f h v)-l- feT^ U v J -1--X ? 7 > 
m(KBr)cm-':2937, 1646, 1469,1 1 12 

NMR(CDC1 3 ) 5 li:l .0-2.0(6H,m),3.00(2H,t,J=7Hz),2.9-3.8(4H,m),3.76(2H,t,J=7Hz), 

4.1 2(2H,s),6.6-6.8( 1 H,m),7.0-7.8(4H,m) 

No.5-9: 1- 1?^ 'J v J -2-[2-(3- 1: >J v fr)*- Y * v]-l-x * / > 
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m(KBr)cm':2937.1 648,1445,1 119 

NMR(CDCI,) 8 41: 1 .2- 1 .9(6H,m),2.93(2H,t,J=6Hz),3- 1 -3.8(4H,m),377(2H,U=6Hz), 
4.14(2H,s),7.0-7.8(2H,m),8.3-8.7(2H,m) 

No.5-10:2-[2-(l,3-^>vrv>^-y-;U-5-^ >U)X. h+yj-i-^'J vV-l-x^y > 
5 No.5-ll:2-[2-(l-^7f-^)i h^v]-i-lf^U vV-l-XL? V > 

No.5-12:2-[2-(6-7^^n^>y(b]^^'7i>-5-'f h * v]-l- fcf^'J vV-l-J- 
*y > 

No.5-13:2-(2-^ > V'ibjf 1 7 x >-7-^f h 4r v)-l-tf^ V yV-l-x^ 7 > 
No.5-14:2-[2-(2,3- v ^ h'D-1,4-^ > Vy't* v >-6- -i Y * ->]-l- kf ^ 'J ~J J - 
10 \-3-*?jy 

NMR(CDCI,) $ ift: 1 .4- 1 .8(6H,brs),2.8 1 (2H,t,J=7Hz),3 . 1 -3 .7(4H,m),3.68(2H,t,J=7H 
z),6.6-7.0(3H,m) 

No.5-15:2-(2-^ > V*[b]^ * "7 x. >-4--T Jl'X. h ^ v)-l- tl ^ 'J v J -1-X. ? y > 
No.5-16:2-(2-^> V*tb]f-^"-7 jn >-6-4 fl/X. h^r^H-^^'J vV-l-X^y > 
15 No.5-17:2-[2-(2-y ^-;P-l,3-^> Vf 7'/-Jl/-5-'f fl^x. J- ^ v]-l- tf^ U vV-l-X. 

*y> 

No.5-18:2-[2-(2,3-vk: Kn-iH-5-^ ^x*— h ^ V]-l-fc? ^ 'j yV-i-X? / > 
No.5-19:2-[(2,4-v^ DD7x^f ^)t + y]-l-^'J yV-i-x^ y > 
No.5-20:2-[(2,4-v7^^n-7i^.^;i/)^v]-i-tr^«; vy.i-jc? y y 
20 No.5-21 :2-[2-(2- 7 x x ,3-f 7 V*- ;P-4- ^)X h * ->]-!- fcf^ »J yV-i-x^y 

NMR(CDC1 3 ) 5 1t:1.2-1.8(6H,brs),3.14(2H,U=6Hz),3.0-3.8(4H,m),3.93(2H,U=6H 
z),4.17(2H,s),7.0-7.6(4H,m),7.8-8.2(2H,m) 

No.5-22:2-(2-^ > V[b]f- * 7 x. >-2-^ JVX. h ^ ~>)_i_ t: ^ ij 5/ y .^j. ? y > 
25 No.5-23:2-(2-^« > V[b]f- * 7 x. >-3-^f ^x J* * k: ^ 'J v y -1-X. ? y > 
5 (2) 

2-(2-^ > V*[b]f- t7x>-5-^i'Xl. ; t- ->).i- tf^t 'j v y -l -x. ^ y >6.40g£ x. ^ 
^-^58mlj3J:tf;k6m!0^ig^«»U Z<DfemzimAt± V l ) -7Al.27g 
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^t^o «artwig«SE«:S*-t*L(jr, )ifeg B B B «2-(2^> > /[b]ft7x>-5-'f 

h * ^)Sfc8fe(No.5-24)3.72g«:t#&o 
5 IR(KBr)cm':2955,1763,1221,1128 

No.5-25 :2-( 7 x * f - ir # > )Bfc& 
IR(KBr)cm l :2924, 1732,1 131 

NMR(CDC1 3 ) 5 jI:2.95(2H,t,J=7Hz),3.81(2H,t,J=7Hz),4.1 3(2H,s),6.9-7.6(5H,m),9.66 
10 (lH,s) 

No.5-26:2-[(4- ^ h+v7x^f^v ]St^ 
IR(KBr)cm':2884,1670,1516,1256,l 110 

NMR(d 6 -DMSO)<5'(i:2.76(2H,t,J=7Hz),3.63(2H,U=7Hz),3.73(3H,s),3.90(2H,s),6.86 
(2H,d,J=9Hz),7.20(2H,d,J=9Hz) 
15 No.5-27:2-[(3,4-v;* Ky7x^f*)^y]|i 
IR(KBr)cm- 1 :2969, 1 734, 1 5 1 4, 1 236, 1 1 23 

NMR(CDC1 3 ) d <fi:2.90(2H,t, J=7Hz),3 .79(2H,t,J=7Hz),3 .87(6H,s),4. 1 4(2H,s),6.8 1 (3 
H,s),8.96(lH,s) 

No.5-28:2-[(3,4,5,- h >) * h * v 7 jl A/)* * v]Sft& 
20 IR(KBr)cm':2943,1732,1592,1253,l 127 

NMRfCDCI,} 5 fll:2.90(2H,t,J=7Hz),3.6-4.1(l lH,m),4.15(2H,s),6.50(2H,s),7.42(lH, 
s) 

No.5-29:2-[2-(2--^-7-^;U)i h^y]^ 
IR(KBr)cm':3057, 1764, 1220,1 124 
25 No.5-30:2-(2-^ > V[b] -f yt+t'/- ^-3- ^f^xh^y 
IR(KBr)cm':3078,1752,1438,l 189,1 148 

NMR(CDCl 3 )5'(it:3.34(2H,t,J=6Hz),4.08(2H,U=6Hz),4.21(2H,s),7.1-8.0(4H,m),8.90 
(lH,s) 

No.5-3 1 :2-(2-^ > V[b] ?7>-5-'f ^ih^y)ltS 
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m(KBr)cm-' :2940, 1 732, 1 470, 1 262, 1 1 28 

NMR(CDCl 3 )5iS:3.03(2H,t,J=6Hz),3.82(2H,t,J=6Hz),4.14(2H,s),6.73(lH.d,J=3Hz), 

7.0-7.8(4H,m), 1 0.09( 1 H,s) 

No.5-32:2-[2-(3- H° 'J V fry*. Y * y]fifc& 

No.5-33:2-[2-(l ,3-^ > */ a J * * V - ;W5- * h^y ]Sfc^ 

NMR(CIX:i 3 )5^:2.86(2H,t,J=7Hz),3.74(2H,U==7Hz),4.12(2H,s),5.92(2H,s),6.6-6.^ 
(3H,m) 

No.5-34:2-[2-(l-i- 7 ^ )U) i h * 

NMR(CDCI 3 )5'li:3.43(2H,t,J=7Hz),3.92(2H,U=7Hz),4.13(2H,s),6.9-8.2(8H,m) 
No.5-35:2-[2-(6-7 ;i/ * n ^ > V*[b]^- * 7 i >-5--f ^) J- h # y ]gfcM 
NMR(CDCl 3 ) < 5'(i:3.09(2H,t,J=7Hz),3.85(2H,U=7Hz),4.14(2H,s),7.1-7.9(4H,m) 
No.5-36:2-(2-^ > V*[b]-f- t7x>-7-^l'XhJf y )Sfcg£ 

NMR(CDCl 3 )5'(i:3.24(2H,t,J=7Hz),3.96(2H,t,J=7Hz),4.12(2H,s),6.9-7.9(6H,m) 
No.5-37:2-[2-(2,3-y E KD-l,4-^>'/yt*'> >-6--f h ^->]g^ 

NMR(CDCl 3 )(Jfll:2.83(2H,t,J=7Hz),3.74(2H,t,J=7Hz),4.12(2H,s),4.24(4H,s),6.6-7.2 
(3H,m) 

No.5-38:2-(2-^ > V*[b]^ t?!^^^ l«Jr y )gfc^ 

NMR(CDCl 3 )5ft:3.30(2H,t,J=7Hz),3.87(2H,t,J=7Hz),4.12(2H,s),7.1-8.0(5H,m) 
No.5-39:2-(2-^ > V*[b]^-* 7 ^ >-6-^f il/^ h * v)BfcBfc 

NMR(CDCl 3 )5fi:3.05(2H,t,J=7Hz),3.82(2H,t,J=7Hz),4.12(2H,s),7.1-7.5(3H,m),7.6- 
7.9(2H,m),9.23(lH,s) 

No.5-40:2-[2-(2-^ f-;Wl,3-^ > '/fT 1 /- ;W-5--f h 3r y]Bfc& 
NMR(CDCl 3 )<5it:2.83(3H,s),3.09(2H,U=7Hz),3.87(2H,U=7Hz),3.94(3H,s),6.00(l 
H,brs),7. 1 -7.4( 1 H,m),7.6-8.0(2H,m), 

No.5-4 1 :2-[2-(2,3- v £ Ko-l H-5- -Y > f"*- fl^ h 4r y ]Bfe^ 

NMR(CDC1 3 ) 5 -fit: 1 .8-2.3(2H,m),2.7-3. 1 (6H,m),3.78(2H,t,J=7Hz),4. 1 2(2H,s),6.8-7.8 
(4H,m) 

No.5-42:2-[(2,4- y ^ D n "7 j. * 3r y ]@fcS£ 

NMR(CDC1 3 ) 5 <I:3.05(2H,t,J=7Hz),3.79(2H,t,J=7Hz),4. 1 3(2H,s),7.0-7.5(3H,m),8.80 
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(lH.brs) 

No.5-43:2-[(2,4-y 7**07x^f*)t + ^]WpWt 

NMR(CDC1 3 ) 5 ^l:2.95(2H,tJ=7Hz),3.77(2H,t,J=7Hz),4.1 2(2H,s),6.7-8.0(4H,m) 
No.5-44:2-[2-(2- 7xiW,3-f 7'/-*^-^ ^)X- h^-># 
IR(KBr)cm"':3 1 97, 1 655, 1 6 1 6, 1458, 1 087 
No.5-45:2-(2-^ > V[b]^" t 7x>-2--f v)g^^ 

NMR(CDCl ;t )5fit:3.22(2H,t,J=6Hz),3.89(2H,t,J=6Hz),4.18(2H,s),7.0-7.5(3H,m),7.5- 
8.0(2H,m) 

No.5-46:2-(2-^ > V[b] f t7x>-M ^xf^v )gfc^ 

NMR(CDCl 3 )aji:3.19(2H,t,J=6Hz),3.91(2H,t,J=6Hz),4.15(2H,s),7.1-7.6(3H,m),7.6- 

8.1(2H,m) 

HSfe#!l5(3) 

2-(2-^< > V*[b]f ^ 7 x y-S-'f ^x h ^-y)te.70g^f h 9 K Kn7 9>27mIU 

»»u 7K?^t, **-fb* k ^Ao.65g«:Spx.. HM^io#in*irr*« 

o^T% zM£T, Kl£iR£Hf£=7 •yfk*^^v^^^^-7^;HI^3.24gt20^ 

L tz^mm t £-h^X % * is <fc ^fi&ft AJffiTfc-CMS^Sfe^m. ftlTKHc^v ^ * y * 

7 4- iMWfc. : n-^-^-y :BfeB*^?- ^ = 3:1-2:1) -CfflM-rtLlf, ^(7)2-(2- 
^ > Vtb]^ ty^yS-J )l<3-h*~>)-l-^? ;WNo5-47)2.34g£#& o 
IR(KBr)cm':3422,2864,1 11 9,1051 

NMR(CDC1 3 ) S m-A .8-2.3(lH,m),3.02(2H,t,J=7Hz),3.4-4.0(6H,m),7.1-7.6(3H,m),7.6- 
8.0(2H,m) 

No.5-48:2-(7x.*^rt'* + y)-l-^? 7 
IR(KBr)cm 1 :34 1 8,2923,2866, 1 1 20, 1 070 

NMR(CDClj) S It: 1 .8-2.2(1 H,m),2.91(2H,t,J=7Hz),3.4-3.9(6H,m),7.28(5H,s) 
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No.5-49:2-[(4-^ h^y7x|vf ;i/)^^y].i.x^y-^ 
IR(KBr)cm' : 34 1 6,2936, 1 5 1 4, 1 248, 1 1 1 7, 1 036 

NMR(d 6 -DMSO)^ffi:2.3-2.7(lH,m),2.84(2H,t,J=7Hz),3.4-4.0(6H,m),3.80(3H.s),6.86 
(2H,d,J=9Hz),7. 1 5(2H,d,J=9Hz) 
5 No.5-50:2-[(3,4- V ^ h * V 7 jl * ^ * V]-l- J- * ^ - /U 
IR(KBr)cm"':3407,2921 ,1 5 1 6, 1 262,1 027 

NMR(CDCl 3 )<5'fl:2.85(2H,t,J=7Hz),2.95(IH > s),3.4-4.0(6H,m),3.86(6H,s),6.80(3H,s) 
No.5-51 :2. [(3,4,5 ,- h ') * h * v 7 .x. ^)t^y]-l-x^ y - )V 
IR(KBr)cm'':3396,2938, 1 59 1 , 1 462, 1 1 26 
10 NMR(CDClj) a 'fl:2.85(2H,t,J=7Hz),3.4-4.1(16H,m),6.48(2H,s) 
No.5-52:2-[2-(2-^" "7 * h ->]-l-X- 9 J — )\< 
IR(KBr)cm':341 6,2866,1 363,1 1 18 

No.5-53:2-(2-^ > V*[d] 4 V * V- ;P-3-^f h dr v)-l-X- * y - ;i/ 
IR(KBr)cm':341 6,2872,1 61 1,1 122,753 
15 NMR(CDCI 3 ) 8 <t:2.4-2.6(l H,m),3.27(2H,t,J=7Hz),3.5-3.8(4H,m),3.95(2H,t,J=7Hz), 
7.1-7.9(4H,m) 

No.5-54:2-(2-^>V[b]7 7 >-5-4 JUS. h ^ V)-l-J- ^ y — )l> 
IR(KBr)cm':3422,2867, 1469,1 127 

NMR(CDC1 3 ) 5 ft:2. 1 -2.4( 1 H,m),2.97(2H,t,J=7Hz),3.3-3.9(6H,m),6.6-6.8(l H,m),7.0- 
20 7.7(4H,m) 

No.5-55:2-[2-(3- 1: U v h * >]-l-x. 9 S—fr 
IR(KBr)cm':3386,2923,l 120,1053 

NMR(CDC1 3 ) 5 -ft:2.6-3.0(l H,m),2.90(2H,t,J=7Hz),3.4-4.0(6H,m),7. 1 -7.9(2H,m),8.3- 
8.7(2H,m) 

25 No.5-56:2-[2-(l,3-^ V /'/ t + V- ;U-5--f h 3r v]-l-X- 9 S — 

NMR(CDC1 3 ) 8 '(fi:2.82(2H ) U=7Hz),3.4-4.3(7H, m ),5.92(2H,s),6.7-6.9(3H,m) 
No.5-57:2-[2-(l-^- "7 -^;W)X. Y 4r v]-l-X * 7 - ;U 
^Mfl!) 5 (4) 

2-(2-^ > V*[b]f - * "7 ^ >-5--f ^-x. h ^ J. 9 J - rt^.lOgSr^fby ^ V >-20ml 
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47g£inx.. H*K-C30fl-HK $f>tiM"Ci2«FlB«^i-*o RiSiR'&ftuJSaft^ 
^P>20ml^«t Cf*40ml £ iHx., 2mol/U&&T-pH2.0tC!Hg Lfc&* *«Ji«:*JR 

•7-f- : n-^^-9-> :gt^^^=4:l~2:l) -CAWi-ftl*, 2-<2-^>V 

[b]f*7x>-5-'f)U hdrv)^-^;^ ^ * h (No.5-58)2.50g £ If 

IR(KBr)cm':l 347,1 170,1 127 
10 NMR(CDCI 3 ) S 1i:2.86(3H,s),3.0(2H,t,J=7Hz),3.5-4.0(4H,m),4.2-4.5(2H,m),7.2-7.6 
(3H,m),7.6-8.0(2H,tn) 

No.5-59:2-( 7x^f-^^ + y)xf ;i/ * ^ > X )V * - h 
IRCKBOcm-'rHSS,! 175,1 128,923 
15 NMR(CDC1 3 ) 5 1i:2.7-3.1(5H,m),3.5-3.9(4H,m),4.2-4.5(2H,m),7.27(5H,s) 
No.5-60:2-[(4-^ F^y 7xf>f ^)t=lry]if ^ ;< * h 
IR(KBr)cm':2938, 1 352, 1 247, 1 1 75,1 020 

NMR(CDCI,) 5 fI:2.7-3. 1 (5H,m),3.5-3.9(4H,m),3.80(3H,s),4.2-4.5(2H,m),7.27(4H,s) 
No.5-61:2-[(3,4-v^ h+v7x^f ;V)t^rv]xf Jl. j* ? Y 
20 IR(KBr)cm"':2939, 1 5 1 8, 1 352, 1 262, 1 1 75 

NMR(CDCl 3 )<5'(i:2.88(2H,t,J=7Hz),2.97(3H,s),3.5-4.0(4H,m),3.88(6H,s),4.2-4.5(2 
H,m),6.6-7.0(3H,m) 

No.5-62:2-[(3,4,5,- h 'J ^ h^rv7x^f ^)t + y]if ^ ^ * > X * * — h 
IR(KBr)cnT , :2940,1591, 1352,1 175,1 128 
25 NMR(CDC1 3 ) S il:2.85(2H,t,J=7Hz),2.97(3H,s),3.5-4.0(l 3H,m),4.2-4.5(2H,m),6.48(2 
H,s) 

No.5-63:2-[2-(2-7" "7 * h^y]xf;l/ * * V X * — Y 
IR(KBr)cnT , :2938,l 353,1 176,1 128,923 

No.5-64:2-(2-^ > V*[d] 4 V * * * V*- 4 )V J. h ^ > ) J. ^ )V * ? V 7. )V * 
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* — h 

IRXKBOcm' 1 : 1 353, 1 1 76, 1 1 3 1 ,924 

NMR(CDCl 3 )5<i:2.92(3H,s),3.27(2H,t,J=6Hz),3.6-3.9(2H,m),3.97(2H.t,J=6Hz),4.2- 
4.5(2H,m),7. 1 -7.9(4H,m) 
5 No.5-65:2-(2-^>V(b]7 y >-5--T h +y)xfjp ^ ^ h 
IR(KBr)cm 1 : 1 347, 1 1 69, 1 1 26,936 

NMR(CDa,)5^i:2.88(3H,s),2.97(2H,t,J=7Hz),3.5-4.0(4H,m),4.2-4.5(2H,m).6.6-6.8 
(lH,m),7.0-7.7(4H,m) 

No.5-66:2-[2-(3- fcf 'J v h * vp^ )V * 9 > X )V * * - h 
10 IR(KBr)cnT': 1348,1 194,1 174,1 125 

No.5-67:2-[2-( 1 ,3-^< > W * * V - A/-5- <f H ^ v ] .x f - ;P * * > X ;b * * - 

N^(CDCl 3 )5^i:2.7-3.0(5H,m),3.6-3.8(4H,m),4.3-4.4(2H,m),5.92(2H,s),6.6-6.8(3 
H,m) 

15 No.5-68:2-[2-(l-^'7^-;l')Ji b ^r->]^-^;U 
Hife^I 5 (5) 

2-(2-^ > '/[bjf 1 7 x >-5-^ )l^x K-/)xf f * ? h2.45g£N, 
N-v^fJ^JK7^ K50mlHv#fgU :«:i-^>XtK'J;i/^7'>'> 
2.30g^«fcTOm* 'J *^ A 1 .24g £ tJD x_ , 80 < CT-6.5B#F 8 1^i-^ o RS?&^£*1 
20 (X)mli5J:tmm^-f-^200nil(7)M^?ft^lC^AL. ^^^^-^^,0 £<bl-,7jc 
Jf £$^^-?-^30ml-CjfiaJU %\ZftM. Ltz^ffiM t «fc D^fO* 

#^ti/:»^*7A^Dvh^77^- (J&ttift: *nn*;i/A : ,< * y - 

^ = 30:1) -ClSM-rtLtf, ?S«02-(4-^ > X t K»; Jl-t?^7 vV)xf;V (2-^>- 
25 V[b]f- * 7 i >-5--f ^-T)V3.\4g&'&2> 0 
HSfe#l 5 (6) 

2-(4-^>Xt K'^^yyjxf* (2-^> , /[b]ft7i^-5-'f^xf;i,) 
J. - x ^3 . 10g £ gfc^ ;U30ml CilfL, £ <Z> j&ffc IZ 3.4mol/L^^fb7K* - V 

**-v->mmmi$:mz.. mu^mmmw-r^ mm&zmL-rtux* 2-<4-^> 
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X Y. K U A- fcf ^ 7 v -/ ) - ;l/ (2-"< > V*[b]f - t7x >-5-'f Jl'Xf ;V) jt— f - ;U • 

ZLi£Ba£(No.35)1.90g£f§So 

Kj^:181-184t: 

!6»«5(5),(6)fcraaiUfC. *E 1 9 *Mfc£-«0 

[iEi] . 
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R 1 - CH-(CH^o4 CH^j- R 3 
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^-CH-^CHa-^ofcH^R 3 
r2 



No. R 1 R2 m n R 3 




No.36: 2-(4-^>Xfcl K U ^U"«9yV)xf ^ 7x^f* JC--^* • ZlJffiBtffi. 
ifc£:201 -202T; 

No.37: 7x^ (2-{4-[(E)-3-"7 ^^-^yn^^il/] fcf^ ^ v 7 )^)V) .x- 
Hj£:237-239lC 
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No.38: l-^>Xt K'J 7l^-4-{2-[(4-^ K y 7 x ^ y ]if il' ) y 

Hl.£:2t2-214 , C 

IR(KBr)cm-':342 1 ,293 1,1513,1 245, 1 03 1 
5 No.39: l-^>Xt ^-4-{2-[(3,4-v^ h * v 7 1 ^ f t ^ y ]xf ^ )k' ^ 7 
v > • Hia^±a 

®!«5:204-207 , C 

No.40: l-'OXt K»; ^-4-{2-[(3,4,5- h V ^ h * V 7 .x * vpif- ^ ) fcf 

10 Bfc£:210-212'C 

No.41: 2-(4-^>XH K'J ^t'^7yV)if ^ [2-(2-7^ "7^ ;i/).xf-;l<] .x — -f- 

192-205*0 
IR(KBr)cm"' :3442,2940, 1 456, 1 1 24 
15 No.42: 2-s< > V*[b] 7 7 ^-5--f ;V (2-{4-[(E)-3--7 jh — ;V-2-7°0 ^— fl/] if ^ 

i&.£:235-236T: 

IR(KBr)cm':2978,2873,1469,l 130 

No.43: M> , /[b]f^7x>-5-^l'if^ [2-(4-7x-;H;V7yV)if ^] 
20 -x — -T- ;u • ~ iS^J^ 
Mt*: 180-1 81 V 

IR(KBr)cm' , :3423,2365,1491,l 126 

No.44: 2-^ >/[b]f- t7x >-5-^ ^if ;i/ [2-(4-^ > v?^ if ^7 v / *] 
^--r;u • 
25 it*:244-245t: 

IR(KBr)cm-':345 1,2373,1 444,1 127 

No.45: l-[2-(2-^ > '/[b]f 1 7 x V-S-'f J!/X f ^ '> )if ^]-4-{4- ^ h^y^>y 
lfe*:230-232 < C 
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IR(KBr)cm- 1 : 3442.2373. 1 5 1 7, 1 25 5, 1 1 27 

No.46: l-[2-(2-^ > V'[b]^- * 7 :x >-5--f *x h 3r v)Ji^;i>]-4-(3,4,5- h 'J ^ ^ 
v * > v 7 v > • H^^ifi 

iRj&:212-214'C 
5 IR(KBr)cm':3447,24 16, 1592, 1429,1 120 

No.47: 2-^C>V r [b]-f-*7 jx >-5--f ^xf^ (2-{4-[ '✓(4-7 */ jr n "7 x. — )V) * *f- 

gt^:231-234t: 

m(KBr)cm-' :3438,2363, 1 5 1 2, 1 233 
10 No.48: 2-^ > "/[bjf 1 7 x >-5-^f il/Xf ;i/ (2-|4-[(E>3-7xx;K2-7'o^z;i/] 

tf^7vV}^f-;u) i-x;i/ • ~±°^^ 

H>^.:234-236 < C 

IR(KBr)cm':3354,2449, 1447,1 127 

No.49: 2-^>'V[b]^-^ - 7 jr. >-5->f JI/JC<?-fr (2-{4-[3--7 ;L-"7°n fcf;U] fcf^^ 
15 y ;x.--r;i> . -j£g£j& 

M*:230-23lt: 

IR(KBr)cm"' :2940,2809, 1 676, 1112 

No.50: (E)-l-|4-[2-(2-^>7[b]ft7x>-5-^ v)tf^v yV]-3-7xX 

20 ifc*: 154*0 

No.51: 2-^> V[b]^-^-7 jr. >--5-^f ^if-il/ |2-[4-(4,4-v "7 jx n;i/-3-7*^- ;U)tf 
BL£:229-230T; 

No.52: 2-^> V[b]-^*-7 jx >-5--f |2-[4-(4,4-v 7 i — 

25 i>V]x.^;U) x.-f-Jl' • zu&ss^a. 
S$*:210t: 

No.53: N-(l-^>Xt K U fl'-r h 5 H Kn-iH-3-t: o >J ;U)-N-[2-(2-^ > V*[b]^- * 
"7 x. >-5-^ h ^ ->)^^;W]-N-aif-;WT 5 > • ~isM^ 
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No.54: 2-^ > V*[b] •< V * V— ;l^-3-^ (2-{4-[(E)-3-7 J- — ;W-2-"/n 

M^:228-229 , C 

IR(KBr)cm':2366,1441,l 124,745 
5 No.55: 2-(4-^ > X t K 'J )U \£ ^ 7 v ^)if^ [2-(3- f'Jy^^H — r 

HU£:154t: 

No.56: 2-(4-^ >XH K V /U- 1 ,4- v T -tf ' < > - 1 - <i -f- )V (2-^ > V*[b}^ * 7 ^ 

10 it* : 163-164T: 

No.57: l-(4-[2-(M> V[b]f t 7 1 /'-S-'f /I'X v)^-^] ->V }-2,2- 

y'7x- 9 J y * isMi£i 

No.58: N-[2-(2-^< > V*[b]^ * 7 x ^-5- W * J. h 4r y)if)l/]-N-Xf ;V-N-l-[(E)-3- 
7x^;W2-7"n^-^]f F7t Kn-i H-3-t: n 'J ;i/7 5 > • ZLi&S&a 
15 St* I 130-132*C 

No.59: N-(l-^>Xt K ] ) )\>y- F7t KtJ-lH-3-tf n »; /U)-N-[2-(2-^ > V*[b] 7 9 

IR(KBr)cm-':2452,1456,l 1 10,1028,708 

No.60: M>' > /[b]77>-5-'f;Vifil' (2-|4-[3-{ h 'J 7 ;v t D ^ f 7 x - 
20 1,2,3,6- X b7t KD-l-tT'J ^-7-)\> • 

M. & I 96-98*0 

IR(KBr)cm"':25 1 6, 1 468, 1 322, 1 1 09,784 

No.61: 2-{2-±y^-)^)^)^ [^^x^^^^yVlxfji/] ^--f)V-r.^M 

25 IR(KBr)cm':2358,1490,l 125,757,690 

No.62: l-(4-> h ^f-y 7 x-;U)4-|2-[2-(2-t 7f h v]Xf t*^7 V 

S$.£ : 193.8-197.4t: 
IR(KBr)cm l :2346,1521, 1272,1 126,832 
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No.63: l-[2-(2-^ > V[b]^ t7x>-M)l/Xh ^ v)i^ ^)-4-(3- p< F^y7xZ 

H£ : 1 86.5-1 90t: 

IR(KBr)cm':2340,2 1 94, 1 472, 1 1 27,1 025 
5 No.64: l-[2-(2-^>V[b]f-i-7 je. >-5--f h #->)i^;W]-4-(4-> Kv7x^ 

it* : 200-202.5 1: 

IR(KBr)cm':2368,2345, 1 522, 1 272, 1 1 28 

No.65: l-[2-(2-^>'/[b]ft7x >-5-4 il'X h ^y)xf ;U]4-(2-> h^v7xx 
10 )V)^7->'> • 
It£ I 188-191 *C 
IR(KBr)cm-':2344,1261,l 104,770 

No.66: 2-^< > V*[b] f - * "7 a. > -5- -f -X. ;i/ [2-(4- 7xXjl/^'J ->V)xf 
■x\--f;i/ • J^m^ 
15 H£ I 139.5-141. 5t: 

IR(KBr)cm':2484,l 1 16,754,699 

No.67: l-[2-(2--^> V~[b]f-:f7 .x >-5-j h ) ^ ;U]-4-(4- ^ h^V^>V 
;U) l: ^ V >' > • t&Wk 
K£ I 149.5-151 V 
20 IR(KBr)cm':24S6,151 1,1247,1 112 

No.68: 2-[4-(l,3-^> 7y't# V — ;W5--f ^ ^ yV]xf-;i. (2-^0 V 

[b]^*? )v^)V) ^.~7-)u • 

!fc£ I 242.7-244.6t: (#81) 
IR(KBr)cm 1 :236 1 , 1 50 1 , 1 448, 1 266, 1 039 
25 No.69: 2-^ > V~[b] f ^7x>-5-^l/Xf ^ { 2-[4-(5- * )l"<> V [d] 'fVt^t 
V- ;b-3- -f ;V) tV7vV]xf;V) .x -f- >u • 
Sfe.S I 138-139*0 

IR(KBr)cm':2927,2501 ,1438,1 122,803 

No.70: 2-[4-(4-y ^trJ^O-J^H^yz/y]^^-^ [2-(2--^7-f-;U)Jif-;W] -X.— 
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■T )\> • —tsMik 
Ifcjft I 236-239*C 
IR(KBr)cm':2370,l 51 8,1234 

No.71: 4-[(4-[2-[2-(2-i-y^-)^)J- h + y ]Xf ;P ) if ^7 yV ) ^ f Jl/]^ > 7- h <j 
5 >U • 

Kj& I 239-243*0 
IR(KBr)cm' 1 :2366,1446 > l 125 

No.72: 2-[4-(4-y*nn^>->';U)tf^^->V]if-;i' [2-(2--^7^ L ;l/)i^;l'] J^— -r 

10 Kj& I 234-2391C (5W») 

IR(KBr)cm-' :2364, 1 458, 1 446, 1 1 26 

No.73: l-P^-^ ^ 7*[b]f 1 7 x >-5- ^I'X F ^ •> )xf ;i/]4-(4- ^ ^/7i- 

Mjft : 127-1291C 
15 IR(KBr)cm- , :2930,2494,1514,1249 

No.74: 1-Q-* h + v ^ > v ^)-4-{2-[2-(2-^" 7 h 3r v]^^ } fcf^7 v 

> • -mm& 

m * I 236-238.513 (5WR) 
IR(KBr)cm ' :2346, 1 603 , 1 438 
20 No.75: l-{ 2-[2-(l ,3-^< > V v * * V - ^-5-4 iUyc h * y]xf- ^ }-4-(3-^ h^v 

I 222.5-2241C 
IR(KBr)cm-':2520,2345, 1490, 1250 

No.76: 2-[4-(l ,3-^ > V* v t + V- )V-5-4 tU * -f- v 7 p^Jl/ [2-(2-t" "7 

lfcj& I 241.5-245.5t: 

IR(KBr)cm ':2362, 1500, 1448, 1266 

No.77: l-[2-(2--^ > V*[b] 7 7 >-5- -f ^ ^ h * y)if;l/]4-(3- * h 3r V ^ > v AO fcf 
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Ml* : 21 8-220 1: 

rR(KBr)cm-':2432,1450,1262,l 128 

No.78: l-[2-(2-^ > V*[b]f- t7x>-5-^ /U -X h 3r y p^;U]-3-(3- ^ h + y7x- 
jl/)-2,5-yk Ko-iH-t:n-;u • 
5 Kj£ I 123- 124.5*0 

n^KBiOcm'^SSa 121,777 

No.79: 2- / <>7[b]ft7x>.5-'f)l/Xf jl/ (2-|4-[(2-^f-^-l,3-f TZ-JM-^ 

St* : 2io.5-2i2t: 

10 IR(KBr)cm~ , :2983,2366, 1 439, 1 103,1051 

No.80: { 4-[2-(2-^ > V[b] f t 7 x >-5- -f JUX f + V)if ^] k: ^7 V 7 ) (3,4- V 

* h * > -7 j. ? y > - 
: 190-191 v, 

IR(KBr)cm- 1 :2557, 1 649, 1 229 
15 No.81: (4-[2-(2-^> > /[b]ft7x>-5-'f rt^ h ^ vp^^] tf^7 yV } (3,4,5- 
h U ^ h^y7xx;V)pi^y> • 

l 146-148.5X: 
IR(KBr)cm-':2582, 1652, 1426, 1120 

No.82: l-|2-[2-(2-t 7 f ;V)X h ^ ->}if ^}4-(3,4,5- F 'J * h * V )V) tf 

20 • 

St* : 215-216.5T: (5W») 

IR(KBr)cm-':2431, 1459,1426,1 124 

No.83: 2-^ V V[b]f * 7 ^ >-5--f A'Xf ;W{ 2-[4-(2-f -X-— ^Mf ;U) 7yV] 

25 Ife * I 234-235*0 

IR(KBr)cm-':2979,2365,2345,l 118 

No.84: l-|2-[2-(l,3- / <> > /yt + 7-;l'-5-'f ^is]^ )V\-4-(4-t Y*~s 

> v tf^C 7 y V • — *£^±I 
Hi* I 241.5-242.5t: 
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m(KBr)cm l :2366, 1 5 1 8, 1 490, 1 249 

No.85: l-t2-(2--^>V*[b]-7 9 >-5-^ /UJ. h^y)xf ;l/]4-(4-^ h+V^> v^)tf 

».£ : 240-242*C 
5 IR(KBr)cm':2371, 1518,1470,1 129 

No.86: l-(4-^ h + v*;V)-4-(2-[2-(l-t 7f ;P)x h + y]xf ;!/} t°^7 y 

§& jS : 247-247.5T: 
K(KBr)cm' :2390, 1 5 1 8, 1 25 1 , 1 109 
10 No.87: l-[2-(2-^ > V[b] y^^^xF^f ;P]-4-(3,4,5- h 'J > f ^ v ^ 

> )V) tf ^ ^ > • zu^m^ 
it* : 209-21 it: 

IR(KBr)cm':2944,25 1 7,1 592, 1 467, 1 1 25 

No.88: l-[2-(2-^ > V*[b]^- t7i>-MJHF+y)if ;V]-4-(4- ^ h 4r > 7 .x * 

is ;w) t? ^ v v >- • zii&^m 
Hfcj£ : 245-247 1: 

IR(KBr)cm' :2403, 1 5 1 8, 1 242, 1 038 

No.89: 1 -[2-(2-^ ^!/[b]f t7x>.5.^^x(.^ -> ) jl )V)-4-(3-(4- * F + '>7x 
— )V) -f n }£ )P) t° ^ v v > • ^-^^i^ 
20. I 238.5-2401: 

IR(KBr)cm':2344,l 5 15, 1449, 1246,1 1 14 

No.90: 2- / ^ > /[b]ft7x>-5-'f (2-(4-4 V7°n \d t 

25 IR(KBr)cm' , :3386,2423,2363,1444 

No.91: l-[2-(2-^> V*[b]^:* 7 .x >-5--f f ^y)xf ;V]-4-(2,3,4- h 'J ^ h 3r 

v ^ > v ;b) t: ^ 7 v y ■ ~ 

Kj& : 21 0.5-2 12"C 
IR(KBr)cm':2382,1442,1420,l 102 



WO 99/31056 PCT/JP98/05610 

No.92: 1 -[2-(2-^ > V*[b] f ^xV-S-'f^x^yjXf rt/]-4-(3.4- v? ^ h 3r v 
7 j. * f - ;U) \£s< 9 V > • 
It .£ : 227-230T: 
IR(KBr)cm"':2370, 1517,1 260, 1 1 47 
5 -HlfcW 7 

H5fe#!|5(5)<!:|W|$Uc LT*#f>*L*:, 2^>Xk K'J A/f^7vV)xf ^ (2-^< 
> , /[b]7 7>-5-^l'ifJl') ^--r^0.81gSrS^^^-f-^30ml(Z?#^L> -<7)?#H£ 

>u*» <b W|g&-*-*Uir. 2-(4-^ >Xk K >; ;p kf ^ 7 v y )xf )V (2-^ > y*[b] 77>- 
10 5-4 )VX-^-)V) • 7-r;u^^(No.93)0.51g^r#>5)o 

ill JSC: 153-1 54*C 

IR(KBr)cm- , :2870,1638,1259,l 1 14 

No.94: 2-^< > V[b] ft7x >-5- -i (2- { 4-[(E)-3- 7 x. — ^-2- 7" O s< zl )Vy 

15 lAyT^O-l.-f .x. — . 7VJl/^ 

it*:130*C 

No.95: N-[2-(2-^ ^ V*[b] f t?!^-^ Wf^->)xf ;^]-N-( 1 > v /U r" h 
9 £ Kn-iH-3-t: n 'J ji,).N-xf jvy 5 > • 77^ 

20 #d£#l8 

HJfcfll 5 (5) t m&l~ LX&htltz, l-[2-(2-^ > y[b]9" t7x^.5-^l'X^v) 
i9-^]-3-(3-y F^y7xx;i/)(fD »J v ^O.Slgfcgfc^^-f-^lOmHCigB? U £0 

Mtcv^-^mo.iig^snx, sa^nt *ftB H B H ^z«^-rkif, i-[2-(2 

> V(bjf * 7 x ^-S-'f Jl/X h ->)xf ;i/]-3.(3.^ h^y7xx;i/)t?n'Jy 
25 > • V a «7 ^&(No.96)0.40g * % & 0 
Bfc.& I 130-133.5T; 
m(KBr)cm':2936, 161 0,1 1 14,702 

No.97: 2-^ > V*[b] f t7x>-5-^Xf Jl/ { 2-[4-(5- y)V*V<> V[d] -f V * 4r 
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it* : 1 79.3- 1 8i. 3 1: 

IR(KBr)cm ': 1 725, 1 61 5,1 1 84,699 

No.98 : 2-^> V*[b] 7 7>-5-'f ^xf )l/ { 2-[4-(5- y)V^n^<y y*[d] ^Vt^t 
5 ^)kT^'; yVjxf ;!,} .x-t-^ • v ^. 

ill* I 166.2-168.3t: 
m(KBr)cm':1618,l 184,1 124,701 

No.99: 2-[4-(5-7;U^n^> V[dH V ^^MfV*- ^-3-^ >U) tf^ »J vVp^l/ [2- 
(2-t7f;l')xf-;i/] ^--r • ya 1 ) ^is. 

io ife* : i64-i65t: 

IR(KBr)cm':3422,1618,l 186 
#ytS#!l9(l) 

2-[2-(6-7il'tn/<>y[b]ft7x>-5-'f /l/)].x h ^ v§£§£(No.5-35)0.8gi3 «fc £^1- 
(4-* h v;P)t:^7 v>CD~i!^^1.05g£N,N-->*^;W*>I'AT < K8 

15 mlKJKiSU if? — v KO.SlmlJoJ:^ h iJj^^T 5 >1.75ml£}jn 

^.s ^Ti8P#F a m#i--2»o RSrS^^TKiOmiisj: WM-^^-^iOmi^JUnx., 

*1"tU2\ ?lli^2-[2-(6-7;l'tn^> > /[b]ft7xV.5-'f /l^X- h^y]-1-[4-(4- 
20 ^ f**:>^> v/l^fcf^ yV]-l-X^/ >(No.9-l)1.43g&#&o 

NMR(CDCl,)5fi:2.0-2.6(4H,m),3.04(2H,t,J=6Hz),3.39(2H,s),3.3-4.0(6H,m)3.80(3 
H,s),4. 1 6(2H,s),6.7-7.8(8H,m) 

No.9-2: l-(4-^ >Xt K 'J ^ fcf ^ ^ v / )-2-[2-(l-^- 7 f - /t/)x. f ^ v]-i-je. ? y y 
25 No.9-3: 2-(2-^> V[b]f t 7 x >-7-'f ^x h y)-]-[4-(4-^ h * i? )V)\Zs< 

No.9-4: 2-[2-(2,3- y t KD-1 ,4-^ > V* S J t + y>-6-^f ;W)x. h^y]-i -[4-(4- * 

v^^v^tf^ ->*y]-i-i? y > 

No.9-5: 2-(2-^> > /[b]ft7x >-4--f ;PX h * ->)-i-[4-(4-y h * > v ;U) tf^ 
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7vV]-i-x^y> 

No.9-6: 2-(M> , /[b]ft7x >-6--T /Px b ^-v)-i-[4-(4-^ h * v^> v JU)fcf^? 
7 yV]-|-x^; > 

No.9-7: l-[4-(4- ^ F + y^>y /l^) tf ^ 7 v 7 ]-2-[2-(2- ^ f - ,3-^ > Vf- T V - 

NMR(CDCl 3 )5{t:2.0-2.8(4H,m),2.96(3H,s),3.03(2H,U=6Hz),3.3-3.7(4H,m),3.34(2 
H,s),3.80(3H,s),37-3.9(2H,m),4.13(2H,s),6.7-7.0(2H,m),7.0-7.4(2H,m),7.6-7.9(2H, 
m),8.01(lH,brs) 

No.9-8: l-[4-(4-7 h > y ^) y / ]-2-(7 x 1 ^ ">)-l-X ^ y > 

10 NMR(CDC1 3 ) S ft:2.0-2,6(4H,m),2.89(2H,t,J=6Hz),3.2-3.9(6H,m),3.40(2H,s),3-77(3 
H,s),4.10(2H,s),6.7-7.6(9H,m) 

No.9-9: 2-[2-(2,3-v^ Kn-iH-5--f > 7*— h 4f v]-i-[4-(4-^ h^y^>y?n/) 
k?^7yV]-l-x^/> 

NMR(CDC1 3 ) 5 .7-2.5(6H,m),2.86(4H > t,J=7Hz),2.87(4H,t,J=7Hz),3-2-3.9(4H,m), 
15 3.41(2H,s),3.78(3H,s),4.12(2H,s),6.7-7.4(6H,m) 

No.9-10: 2-[(2,4-v^ □D7x|ffr)^y]-l.[4-(4-^ h*y^yy';V)^7y 

No.9- 1 1 : 2-[(2,4- y'7^tn7x^f ^)t^y]-l -[4-(4- ^ h * v ^ > v JW) fcf ^ ^ 
yV]-i-x^y > 

20 No.9-12: l-[4-(4-7 h y ^ > y Jl') h'^ 7 y 7 ]-2-[2-(2- 7 x x l ,3-f 7 '/- JV- 
4.^ ;U)x. h ^ ->]_i_j.^ y > 

NMR(CDCl 3 )5^fi:2.1-2.5(4H,m),3.12(2H,t,J=6Hz),3.2-3.7(4H,ni),3.35(2H,s),3.79(3 
H,s),3.92(2H,t,J=6Hz),4. 1 6(2H,s),6.83(2H,d,J=8Hz),7.05(l H,s),7. 1 5(2H,d,J=8Hz),7. 
3-7.6(3H,m),7.8-8.1(2H,m) 
25 No.9-13: l-[4-(4-7 h * > v /l^) t" ^ v 7 ]-2-[(3,4,5- h V> h # ~> 7 x. — JU) 

No.9-14: 2-(My-/[b]ft7i >--2--f iPi h ^y)-l-[4-(4-^ h^y^yy;i/)lf 

NMR(CDCl 3 )5'fi:2.0-2.7(4H,m),3.0-3.7(6H > m),3.45(2H,s),3.7-4.0(2H,m),3.80(3H, 
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s),4.19(2H,s),6.7-8.4(9H,m) 

No.9-15: 2-(2-^>*/[b]f-*7jc >-3-4 ^x. \ ^ >)-l-[4-(4-^ h^rv^<>v^)E° 
/<7yV]-I-X?; > 

NMR(CDCl 3 )5'fi:2.0-2.7(4H,m),3.10(2H,U=6Hz),3.3-3.7(4H,m),3.37(2H,s).3.7-3.9 
5 (2H,m),3.80(3H,s),4. 1 8(2H,s),6.7-8. 1 (9H,m) 

2-[2-(6- 7WD^> V*[b] f-^--7jt>-5--f^)ih^rv]-l -[4-(4- ^ h + 
tf^7yV]-l-i?^>l .43g ?;yxf l/>/ij3-;l/yVf ;ux-f 14ml U 

, 0 ;Ux.--r;Ht^l.55ml^^Ti-^o 3fcv*T\ MiStMBtH&f* L£?£, 6moI/Lik^5. 
24ml£»STU 90~100 t CT*40^^Wi-^>o MiUt T^iPL. 2k3QmU5 «fc * n 
□ *^A15ml£*D;t, 5moI/L7Kmft^ h 'J * AjfrSflTCpHlStCfSSE Lfcffe> ^ 

15 #<btl^tl?:*7A^n-7 F^77^ - (ia;?DDtWPA:7tF>=5 
0:1-30:1) "trfflMi" *Uf, -/ll!tOl-(2-[2-(6-7 n/<>y[b]f t 7 x >-5-^ ^) 
-x. h ^v]x.^;W}-4-(4-p« h #y^> y ^)tf^7y >0.78g?r|#l> o 
#dfeffil9(3) 

1 - ! 2-[2-(6- 7^tD^> V[b]^ * 7i/-5-'f ;U)X. h * v ]X. f - ;l/ ) -4-(4- ^ h ^ V 
2.. ^ > > tf ^7 V >0.71g«rg^m^^^5mlU^j» U MST% 2.28mol/LS£i&£'fb 
vRJg— ^^x.f-;l^g^2.18ml£jbnx& 0 #CWC, x.^ y - ;P3mlSrtJ[lx ; ^i&-e6 
^Kflce^^o #rttJ£*affl!f*-*Uf» l-(2-[2-((h7;^0^^/[b]ft7x>-5- 
;U)x. h * v]x,-^;i/ }-4-(4-^ h + v^> v tf^7 v > • ~&$?M(No. 100)0.73 
g£*#&o 

25 Kj£ I 237.5-240X: 

IR(KBr)cm':2336, 151 5,1456,1 248 

Hifiw io. 

I£M^9(2),(3)£|WM*ULT, 1 jsitf^F 2 0-ffc<fr»«:» 
KF1] 



WO 99/31056 &/ PCT/JP98/05610 

R 1 -CH^CH 2 ^o4CH^R 3 
R 2 



No. R 1 R 2 m n R 3 




vv — 
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Rl-CH-{CH 2 ]^o4CH^-R 3 
R 2 



No. R 1 r2 m n R : 




No.101: 2-(4-^>XH K 'J ;Hf^7 v y p:f A/ [2-(l-^ 7 ^;Up^;i/] J. — -r 
^ • 

5 IR(KBr)cm':2361, 221 1,1455,1 124,774,705 

No. 1 02: 1 -[2-(2-^ > V*[b] f t 7x ^-'f h + ^]-4-(4- ^ h^y^> 



89 
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S»* : 233.1-234.8*0 
IR(KBr)cm"':242 1,1516,1257,1028 

No.103: 1-{2-[2-(2,3-vH KD-l,4- / <> Vv't^fv >-6-"f Y 5- )l>)-4- 

(4- * h 4r > v /U) ^ 7 v > - 
5 It* I 21 6.5-2 1 8.5*0 

IR(KBr)cm' :2367, 1 509, 1 256, 1 072 

No. 1 04: 1 -[2-(2-^ > V*[b] f t7x>4-^f ^xf^V)Xf" >^]-4-(4- ^ h * V ^ > 
v ;W) tf^ 7 v > • 
m. * I 236.5-238*0 
10 IR(KBr)cm':2375,1517,1251,763 

No. 1 05: 1 -[2-(2-^ > V*[b] f t7x>^-^l/X^->)xf ;U]-4-(4- * h v ^ > 

■fcjft : 235-236.5*0 
IR(KBr)cm' ':2373,1614,1517,1251 
15 No.106: 5-(2-{2-[4-(4-^ h % v^?> v JW)kT^v vVji h 3r V }^-^;W)-2-^ ■f-/U- 
1 ,3-^ y V-f- T V*- )\> • ~ 
Hi* I 242.5-243.5 O 
IR(KBr)cm':2367,1517,1255 

No.107: l-(4-^ h > y ^)4-[2-(7 x t * v)Xf f]b>7 v > • IS 

20 

St * I 223-225*0 

? s .'KBricm'' :2376, 1517,1 250, 1 034 

No.108: l-{2-[2-(2,3-->'tl Kn-iH-5-^ >"r*— h 3r ->]i-^;U}-4-(4-^ h^-> 
^ > ->' ;U) (f^7y> • ~;!£B£& 
25 H> * : 234-236*0 

IR(KBr)ciii- , :2370,1517,1250,l 125 

No.109: l-{2-[(2,4-v^nn-7ji^f-;i/)^-^rv]jn^-;i,}-4-(4-^ h 3f > v >W)fc? 
it * I 220-222*0 (53-JR) 
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IR(KBr)cm' :2362, 1 5 1 4, 1 475 , 1 248 

: 223-225.5t: (frM) 

5 rR(KBr)cm':2363,1614,1507,1251,l 127 

No.111: 4-(2-{2-[4-(4-^ h + i^Oy^^^'/VlX + ;P)-2-7x^Jl/ 

• St* : 230-23 ir 
IR(KBr)cm':2365 , 1 5 1 6, 1 439, 1 254 
10 No.112: l-(4-^ h4rv^> v;U)-4-{2-[(3,4,5-h *) * h#->7xH«')**'>F 

f - ^ } t: ^ v y > • ~j&Sk& 
ML& : 219-220.5t: 

IR(KBr)cm-':2416,1588,1514,1245,l 121 

No.113: \-[2-(2-'<.>V\b}1-*-7 frx- h#y)xf ^]-4-(4-^ h^rv^O 

is v ;u) v V > • 

gfe.£ I 244.5-245.5t: (53*#) 
IR(KBr)cm':2387,l 5 18,1251 

No.l 14: l-[2-(2-^< > V*[b]^ * 7 i >-3-4 h * > )J- -f- ;l^-(4- ^ h^rv^> 

20 St* : 230-230.5X: 

IR(KBr)cm-' :2368,1 5 1 6, 1 250 

Hiftm id) 

3- / <^ , /[b]ft7x>-5^ ;U-i-7°D/W -M).3g £ h iPi > lml& «fc t/50%(W/ 

25 ^h^y^>y>)k?^7y>- ZU£^0.75g£ «fc OTKBMc^ f f7n-7W> 
^- 7Ao.05g^ljnx.> 6RtffliBaEl-*o RtE^t/^7Rl0mlj3j;«^X-^;H0 
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0:1) T*ffiMi"^li\ tt<7)l-[2-(3^>y[b]ft7x >-5--f ;U-l.yD,f y)Xf 
;W].4.(4_p{ h ^rV'O v^)tf^7 v>0.65g£#& o 
^Jfcfll 1 1 (2) 

5 i_[2-(3-^> '/[bjf^x >-5--f ^-l-7°n*°^rv)JH^-;W]-4-(4-^ 

v >0.65g£ y -;^5mHl^^ U C <DMtC23mol/L$£^i&fl:7fcit— St 

»if-A/»iftl.3inl«rJDiL, MzBtMB#ra«#1-& 0 Wm H B B £ilf.Ifc-f *U£ , l-[2-<3- 

^ ^ V~ [b] "f - ^ 7 a. > -5- << A/- 1 - y n # 3r v ^ A-]-4-(4- * h * v > V A> ) t? ^7 

v > • ~ :&g£*£(No. 1 1 5)0.40g *%2>o 
10 ftjft : 230-234.5T: 

IR(KBr)cm"' :2370, 1 5 1 6, 1 438, 1 252, 1 029 

tli&fll 1 2 

fli£#lll(l),(2)£: LT, WtG(Dit&m*V*Z>o 
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No.116: l-[2-(M> 1 /[b]ft7x>-7-^ jl/i^y)if ^4.(3.^ h^v^> 
v ;u> tf ^ 9 v > • "i&BMS 
5 Sft^f : 228.4-230.4t: 

IR(KBr)cm* 1 : 2424, 1 45 1 , 1 437, 1 270 

No.117: 6-(2-{2-[4-(4-^ h y';V)t?^7 yV]x h + y )Xf U ^ • 

gt* : 228-230*0 
1 0 IR(KBr)cm" 1 :3406,2365, 1 6 1 2, 1 5 1 6, 1 255 

No.118: l-(4-^ h#v^>'v;l')-4-{2-[2-(li 7 jh — ;W3->f >U)J. h 3r vp^;V) 

^7 v > • 

It* : 235.5-236.5*0 

IR(KBr)cm':2365,1516,1256,756 



WO 99/31056 PCT/JP98/05610 
No.119: l-(4-^ h^rv^> v^)-4-(2-|[4-(5-tT 'J 5 v)l/)7x^f Jl/]t^y)xf 

M£ I 245-247.5*0 
IRCKBr^m-' :2366, 1 6 1 3, 1 5 1 6, 1 252 
5 No.120: l-(4-^ b v ^)-4-(2-{[4-(3-b° 'J y^)7 x^f ;Ht + v|if ^) 

Si * I 245.5-248T: 

IR(KBr)cm ' :2362,1 61 4, 1 5 1 6, 1 266 

No.121: 2-(4-^>Xt K 'J )V\£s<? S )V [5-(2-t7f ;^>f ^] ^-"T 

io * • ZL^MM. 
Bt£ : 186.5-188.5T; 

IR(KBr)cm"':3420,2934,2360, 1 456,706 

No.122: 2-(4-^>Xt K V )V vV [3-(2-i- ~7 ^-)V)-fxn x.—f- 

15 Bfej^C I 186-188t: 

IR(KBr)cm' l :342 1 ,2344, 1456, 1 125,704 

#I»J 1 3 

2-^c V */[b]?-*7 i >-5-J S — JH 1.7 g =Sr h ^ J. > 60ml is «t tf50%(W/ 

V)7K^k^ h V ^ A7K^60mlHML, CI <^iiifcU4-{2-[<^ 

20 * * - }-i- tf ^ 7 v > * )V^ymxen-f^- -f ;u26.37gis J; ^^tK 

If h7n- -T ;WT>^-^A3.35g^J!jDx..3B#^ MSSL-f & o RJC&iS^ft * b J. 
>120mli5J:?/7jC200mlcOf£^^CSAL, £ ^J&-f £ o £<btC, TfcJf 

£ h^i^40ml-effltbL, ICMLfctllt^fe^T, TKiS «t Tf$m&i&*- 

mfcsm* v * A-e^-r*o^cEETic^^s*i-^^4-[2-(^ 

25 >y*[b]f 1 7x >-5->f fl'X b ^i/)if ;i/]-i-H>7 y tert-7f ^ 

^^■r;U(No.l23)37.87g ^#^0 
Uttffll 14 

S£ife0!l3i:|i3«CLT. >k<Dit-k%d*n2>o 

No.124: 4-|2-[2-(2-t7f-^)X h ^v]i-^ ;W}-l-fcf^7 :/>7J /l/sK^gg 
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WO 99/31056 PCT/JP98/05610 

No.125: 4-[2-(^> 7[b]f*7i >-5--f F * fcf^« V 9 J>iifr# 

NMR(CDC1,) 5 #:0.7- 1 .9(6H,m),l .45(9H,s),2.3-2.8(3H,m),2.97(2H,t,J=7Hz).3.46(2 
5 H,U=6Hz),3.66(2H,t,J=7Hz),3-8-4.2(2H,m),7.0-7.9(5H,m) 

mmm 15 

4- [2-( / <> > /[b]fi7x>.5-'f ;VJC h ^v)J.^;^]-i-t:^v s y>iJt^^>WL tert- 
r^^^X^;l/0.47gtC1.86mol/L^^fl:7K^-^^ y -^i§fe88mI^J!jnx^om 

5- eiBfegm, ^fm B B B ^itl)li-ttlf. 2-C^ , /[b]ft7x>.5-^P)if-)l' (2- 
10 t'^7yVxf;V) x-f^- nm^il(No. 1 26)0.35g £ # & 0 

IR(KBr)cm"':3448,27 1 4, 1 590, 1 1 25,703 

mmm 1 6 

R 1 — CH-(cHz]hO-(cHz^R 3 
Rf 

No. R 1 r 2 m n R 3 



15 




127 . T IT H « , _ N ' NH 



No.127: 2-(2-^-"7^7l')^-?-;l' (2-f^7yVif^) jl — -r-;U 
IR(KBr)cm' 1 : 343 8,2398, 1 648 , 1 428 , 1 1 26 

No.128: 2-^>y*[b]f-^-7ai >-5--f [2-(4- kf^ V )V} .x — t-;W 

20 NMR(CDCl 3 ) 5 -ft:l .3-2.0(6H,m),2.4-3.0(3H,m),2.89(2H,t,J=7Hz),3.2-3.5(4H,m),3.6 
6(2H,t, J=7Hz),7. 1 -7.9(5H,m),9.40( l H,brs) 
H»J 1 7 

2-( / <>'/[b]f^7i>-5-^l')ifJl/ (2-lf^7yVxf ;i/) ^--r ;U - Zlial 



WO 99/31056 7 PCT/JP98/05610 

1.0g^N,N-y>f^*;^7 5 Kl0mlC»» U C<^>?§jSU3-^ f-^v^IfiO. 
50g£flD;i&o -Wt^U. y'7x-JW'j >|7y K0.71mliJ iC/h 'Jxf^ 
75 > 1.92ml*. MS-SfciST U M&T*li$F B m£M- &o J5JS8I#& U , St^^^ 

fcRWiU*) ->A-C^i-^o ^EETU^^^*i-fLli\ {4-[2-(2-^>V'[b]if-* 
■7jh>-5-^ f +v)J.^^]hT^7 vV }(3-^ ^V7x-^)^ * y >(No.l2 
9)0.71g£*§£ o 

R 2 



No. R 1 r2 m n R 3 




mi 2] 



WO 99/31056 PCT/JP98/05610 

Rl-CH-^CH^O^CH^R 3 
R 2 



No. R 1 r2 m n R 3 




No.130: (3-"7^^-n 7 /l/)(4-{2-[2-(2-:J-'7 7 t -;l').X- h #y]xf)P| yV) 
y. ?y > 

5 No.131: |4-(2-(M> , /[b]f^7i^-5-^l'i f + y)xf ;i/]^7yV)(3,4-y 
y h^r->7i — * y > 

NMR(CDCI 3 )5ffl:2.3-2.6(8Hm),2.60(2H,t,J=4Hz),3.00(2H,t,J=6Hz),3.58(2H,t,J=4H 
z),3.72(2H,t,J=6Hz),3.91(6H,s),6.8-7.9(8H,m) 

No.132: (4-[2-(M>y[b]ft7xy-5-^ h ^ i^)J--f- v / K3-7;!/ 
NMR(CDC1 3 ) 5 ffi:2.0-4.2(l 6H,m),6.8-8.2(9H,m) 

No.133: {4-[2-(2-^> V*[b]7^7 jc >-5--f h + v)Jn^;P]lf^7 vV }(2,4-v 
y h3rv-7i-;U)y ? y > 

No.l34:(3,4- V * F + y7 ^ — ;W)(4-{2-[2-(2-^ V * v]^^ )V } }£U v 

15 J)*9JV 

No.135: (2,4->^ F^y7xXjl,)(4.|2-[2-(2-t7f f^-y]xf ;V)h°^7y 
7)^ 9 J > 



WO 99/31056 PCT/JP98/05610 

No.136: {4-[2-(2-^ > V*[b]^" i7x >-5--f ;l/X h * y)Xf ;U] tf -7 «>* y j (4 _ K 
d^->7 jn.^;P)^ ? y > 

NMRCCDCI,) 8 1fi:2.3-3.l(8H,m) ( 3-4-3.9(8H,m),6.7-8.l(9H,m) 

No.137: |4-[2-(M>y[b]f*7x>.5-^ix h^y)Xf ;l,]tV7 yV }(3.5-v 
5 > F#y7xrii,)>^yy 

No.138: (4- y F^fy7xX ^)(4-{2-[2-(2-± "7 f - fl^X- h ^ v] j--^ ;b } tf ^ yyV) 

y ? y > 

NMR(CDCl J )5lt:2.3-3.6(4H,m),2.60(2'ri,t,J=6Hz),3-02(2H,U=6Hz),3.4-3.8(8H,m), 
3.85(3H,s),6.8-7.0(2H,m),7. 1 -7.5(5H,m),7.6-7.9(4H,m) 
10 No.139: (4-[2-(2-^^V*[b]fi7xy-5-'f^i h^y)xf ;i,]tV7 ->*y }(4-^ h 
^y7x-^)^ ? y > 

NMR(CDCl 3 )afil:2.3-2.6(4H ) m) > 2.59(2H,t,J=6Hz),2.99(2H,t,J=6Hz),3.4-3.8(8H,m), 
3.84(3H,s),6.8-7.0(2H,m),7. 1 -7.5(5H,m),7.6-7.9(2H,m) 

mmm 1 8 

15 {4-[2-(2-^>V*[b]^^-"7jL>-5-'f ^ih^rv)X\^;U]tf^^ vV )(4-> h^v 

7x^^y;>?; > ^WJ5(6)t|WI^|HLT. |4-[2-(2-^^V*[b]-9 L ^7^>-5 

.^^xh^y)xf;l,]^7->V)(4.> h^y7xr;l,)^y> . &Sfc!&(No.l4 

0)£#£ o 

it* I 159-1 60*0 

20 IR(KBr)cm':2426, 1635, 1247 

No.141: (4-^ ^y7x^jl/)(4-(2-[2-(2-t7f;l')X^y]xf;i/it:V7yV) 

y * y > • &gfe& 
US : 159-161 r 

25 IR(KBr)cm"' :2424, 1 633 , 1 460, 1 422, 1 249 

nmm 1 9a> 

|4-[2-(2-^y > /[b]ft7x>-5-'fil'X h#v)i^;i/]t°^^ vV }(3-^ h^ri> 

^y >0.71g^r-r h 7t KD7 7^9mlC^L, iOSflli:, i^mit 
^•7^7" h 7A0.32gi3«tO f =-7 y-ft*^^ • yif ;1/X.-t=- ;Ht#I.36ml£in 



WO 99/31056 PCT/JP98/05610 

££o C £5l#IWi553-«5£i-*o MU^Lfcft, 6mol/U£^5ml£]!H] 

50:0-40:1) T'ffigH-tUf , yi#i<7>l-[2-(2-^ > V^[b]^ * ~? ^ >-5-4 h * y)i 

;vj^-(3- ^ h * v ^ > V ;U) k:^ 7 v > 0.49g £ # & 0 
H»J 1 9 (2) 

l -[2-(2-^< > v*[b] f^x^-s-^i-x^y^f ;W]-4-(3- J* h ^ V ^> v fl/ ) k? ^ 
9 >* > £ > MMM 3 (3) i: W\U i:Ltj -[2-(2-^ > v*[b]^ * 7 > -5- <f ^ > # ->) 
j. ;l/]-4-(3- ^ h * v ^ > V )V) \L ^ 9 v > • Zl iM*£(No. 1 42) £ # £ 0 
Hfc£ t 230-232*C 

IR(KBr)cm" l :2360,1457,1269,l 128,702 

mmm 2 o 

«^IJl9(l),(2)tIW!^tlLT, (Dit&VdZ&Zo 

imj] 
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144 



145 



146 




148 



149 





R 1 -CH-(CH^o4CH^-R 

R 2 



No. R 1 r2 m 



1 2 -QO^X 

OMe 
OMe 



OMe 
OMe 

OMe 



147 I I H 



2 -O-^-F 

2 -nhoOc, 



OMe 
OMe 



iT H 1 2 -N^nJ^JT 



No.143: 1-[2-(2-^ > Vlb]?-* "7 jc >-5-^ )- ^ v).x-^>l/]-4-(2,4-v ^ h * 2"* 

> v ^ v > • ziia^ 

5 Hfej^C : 202-204*0 

IR(KBr)cm ' :2367, 1 6 1 6, 1 1 28 

No.144: M>/[b]f t7x >-5-<< ^ifil/ {2-[4-(3-"7 /I/* v^)tf^7 
y/]xf;i/) .x--r;U • ZLi 
M JH I 238-243"C 
10 IR(KBr)cm':2366,1447,l 127,702 



WO 99/31056 PCT/JP98/05610 
No.145: l-[2-(2-^>-/[b]ft7x>-5-^ F ^rv)xf ;l/]4-(3,4-yV h ^ 

M£ I 247-249*C 
m(KBr)cm':2362, 1269,1 160,1026 
5 No.146: l-[2-(2-^ > '/[b]f t 7 x >-5-^ il/X h 4 y )X f ^]4-(3,5- V ^ h V ^ 

at * : 203-20413 

IR(KBr)cm" 1 :23 68 , 1 599, 1 202, 1152 

No.147: 2-[4-(3-7 ^ t n y ii 7 V ^ ]if ^ [2-(2--*- "7 

Hi* : 250.5-253.513 
IR(KBr)cm':236 1,1 450,1 103,749 

No.148: l-(3,4- y * Y*z/'OV fl/)-4-{2-[2-(2-:f- ~7 * fryx. h4y]xf;l/| Vf ^ 7 

15 ®&£ : 258.5-260*C 

IR(KBr)cm" 1 :3383 ,26 1 9, 1 62 1 , 1 2 1 5 

No.149: l-(2,4-v* h + y^>y^)4-|2-[2-(2-t7f ^)x h * = y \z.+)\, } tf 

v > • r &Bfc£ 

SfejS : 186-187*C 
20 IR(KBr)cm':2366, 1269, 1100,1027 

mnm2 1 

*^Jl9(l)tTOCLT#^tt^fb^tJ^II»J8t^llLT,^<7)^^^t# 
o 

No.150: 4-({4-[2-(2-^ > V[b]^ ^ 7 i >-5--f IV ]- dp- y ;P] tf ^ r/VMf 
25 jr. y - ;p • y a >7^& 

it* : 2oo-202.st: 

ER(KBr)cm"':3396,2550, 1616,1 179,1 116 

No.151: 4-[2-(2-^> '/[b]ft7i >-5--f h v)^-^;U]-l-(3-^ h^-y^> 
y /U) tf ^ V y y ■ y j. 7 



WO 99/31056 PCT/JP98/05610 

B&j& : 1 89.3-190.4 1: 

m(KBr)cm' : 1734,1 470, 1 1 14 
2 2(1) 

2-e<y V*tb]^^--7i >-5--f (2-tf^7 yVxf;i/) .x - 7- )U • ~ &gfe& 

5 0.7g£rN,N- v ;wt^A7 5 K7.0ml UigFJB L , - Oi§t& HgMbt- ^ n n > v 
^O^gfcitfM*.^* »; ^AO.SSg^Snx.. 5or-Cl.5NFF^#i-So 
^^^^^^lOniliSjl^TRTKlOmlOrl^^^^At, W«**^-fSo $ 

.[4.(4.^ n n^>y^)^7 ->V]xf J--T- ;W).49g£#& 0 
Uttiffll 2 2 (2) 

2-^ >• V [b] f - ^" 7 jh > -5- 4 )\/ x. *f- )l> { 2-[4-(4- 9 n n ^ > ->* kf <^ 7 y* y ]x. -f- 

{2-[4-(4-^ nn^>y;v)^7 yV]xf-;U) x.-^;u • ~i£^i&(No.l52)£# 

H> jS : 236-23813 
IR(KBr)cm" 1 : 23 6 1 , 1 127,704 
20 Hife®l 2 3 

Hlfi«22(l ),(2) i:»U, ^ K (D \t&% £ f# & 0 

[iK] 



WO 99/31056 PCT/JP98/0S610 

R 1 — CH-f CH2)-0-(CH2)-R 3 
| v 'm n 

R 2 



No. R 1 R 2 m n R 3 




No.153: M^'/tblftyx^-^l/Xf^ { 2-[4-(4- 7 

5 : 173-1751: 

IR(KBr)cm ' :236 1 , 1 606, 1 5 1 4, 1 228 

No.154: 4-({4-[2-(2-^ > V[b]^* 7 x. >-5-j Y * ~>)JH-^-;i/] fcf^ ^ yVj^f 

M,£ : 242-244*0 
10 IR(KBr)cm-':2364,1446,1127 
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WO 99/31056 PCT/JP98/05610 
No.155: l-[2-(2-^>V*[b]f t7x y-S-f F +y)Xf-;V]4-(2-^ h4rv^> 

Bl£ : i69-i72t: 

IR(KBr)cm- , :2361,1436,1264,l 122 
5 No.156: 2- / <> > /{b]ft7x>-5-^l'Xf^ {2-[4-(4-^ ^ v;U)£°^7 v 

§£ j£ ! 246-248X: 
IR(KBr)cm':2359,1444,l 126 

No.157: l-(4-^ h + y^> y ^)4-(2-[2-{2-t 7f ;i/)X f 4r v]if Jl') tf^7 y 

io > • ~i&S&£& 

Si* I 235-236*0 

IR(KBr)cm' 1 :2374, 1 5 1 8, 1 268, 1 250 

No.158: 2-^> V*[b]^:* 7 jr. >-5-^ /U-x-f-ll' |2-[4-(4-y* n v?;i/)fcf^7 v 

y jl-t-;v - 

15 Rj& I 234-236X3 

IR(KBr)cm-':2366, 1446,1 127,702 

No.159: 4-[2-(2-^> V*[b]^^"7 x. >-5-4 ^3- h ^ v)Ji^;W]-l-(4-^ h+y'O 

M,£ : 138-139.2*0 
20 IR(KBr)cm ':2930,1 516,1252,1 1 16,830 

(l)60%(W/W)7K^fk^- h x ) 7Ai.41g^r-r h^fc K° 7 9 >40ml(I^ U «r<7>S 
V^t£ tC 10t: -C v -X^ /u * X * y ftBfe ^6.67ml * T^T L 7t 10*C -C45^Pb1^ 
W1r& 0 >X^X\ ^<7)RSia^U5~lor-C2-^7 h TA-r'k: K©f I>7tKa 
25 77 >-i#ifcl5ml«T Lfe», lOrT-SO^PBm^i-^oRC&^^CTKSOml^ «t ^ 

M&&&<D(E)-3-(2-i- 7 f - )^)-2- 7 n ^ >^x.^ ;l^6.97g =Sr?#-5> 0 

NMR(CDCl,) 5 ffi: l .36(3H,t,J=7Hz),4.29(2H,q,J=7Hz),6.54( l H,d,J= 1 6Hz),7.3-8. 1 (7 
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H,m) 

(2) (E)-3-(2-^-7^^)-2--/n^>^-f-;U6.15g^^^ S - ^GOmUZfeM L .5%(W 
/V^?v*A-^ff0.62gSrJD;L, 7fcSt#B^T, mSt?5^FM«^"t4 0 *^T% 

NMR(CDC1 3 ) 5 flt:1.22(3H,t,J=7Hz),2.70(2H,t,J=7Hz),3.1 l(2H,U=7Hz),4.13(2H,q,J 
=7Hz),7.2-8.0(7H,m) 

(3) 3-(2-i-y^^)-yo^y^^)U0.34g^-T YvM KD77 >5mlUiSJS¥U - 

%tf»<b>Fi&&fc«*U i$JETlc«£@*1-£ 0 #k*Lfc5$a&£*?A*n 

If x r^c7)3-(2-7 v -7-^^)-l--7°n/^y -;wo.24g(No.Sl-l)^#^,o 

NMR(CDC1 3 ) S .7-2.4(3H,m),2.83(2H,t,J=7Hz),3-65(2H,t,J=7Hz),7.2-8.0(7H,m) 

No.Sl-2: 3-^<>V[b]-^^-7jc^-5--r^-l--7°n/s-y 

NMR(CDC1 3 ) 5 fit: 1 .4-2. 1 (3H,m),2.80(2H,t,J=7Hz),3.64(2H,t,J=7Hz),6.8-8.0(5H,m) 
###!)2(1) 

3-(2-^--7-^;U)7 B n/^>^ xf ^iXf ^6.5g^rh7tl KQ7 7 >65mlK?§J!# 
l> -70 < CT*1.0M<7)7jc*'fbv r '< y7*f;V7;P5-7A- h ;UX.>^^31.7ml^20 

^SLTiSTL^. raiaKTii^K*#-r*o Kf£ig^H7lC7jcioomli5J:tf 

ftBJi-^ ;U50ml «: flO X. , 6mol/L^m7lc^^-CpHl .OKSJSE L £{$11 ^^i" 

%L; n -^**)-> : ^X-^-;V=10:l~5:l)T'fflM-t-iXl^ r4^t03-(2-^--7f-;i/)-2- 
7" O / n° - ;U 3.57g * # & o 
IR(-- h)cm- , :3053 > 1724,817,747 
2 (2) 



WO 99/31056 PCT/JP98/056IO 

3-(2-t7f;i/)-2-yo;-?t-)^ffl^t, ##£01(2), (3) t ITOU LT5-(2-"^ 7 
f jV).l./<>^y- /HNo.S2-l)£f# 

NMR(CDa,)5^i:0.7-2.0(7H,m),2.80(2H,U=7Hz),3.63(2H,U=6Hz) t 6.8-8.0(7H,m) 
##00 3(1) 

7tK077 > 750mlt;^?S L . CI tf>Ki5i£iC v V 7*n k? ;i/ T < >30.7ml £ JO £ 
-SOr-eLeiMOn-r^^'J^^A-^^r^^^neml^igTL, 1S"C3 

^T't K26.1g^-r h^fc Kn77>100mHC^L/cM^?*iTt7t^, MiST- 
— BfcJftfii- & o EL&tiL&b &2kiooomiJ3 x mm*-*- >H000mlOS-&«[* CIA 
U $^lC7K^^^^^200ml-C«mt, ^C^t^^T 

«ETI««r@*l, i^MM*5A?n-7h/77Y- (*§8t?£:n- 
^^•9->~n-^^r*> :TO^-?"^=20:l) -CffiKi-tLtf, ?E&*K<7>2-^ > V[b]^^ 

NMR(CDCl,)5'ft:3.48(l.5H,s),3.55(l.5H,s),5.l5(0.5H,d,J=7Hz),5.67(0.5H,brs),5.82 

(0.5H,brs),5.94(0.5H,d,J=7Hz),6.8-7.3(2H,m)J.3-8.0(3H,m) 

###0 3 (2) 

2-^ > 7[b]f 1 7 x >--5- ;i/-l-ir - Jl' J-f-fr -x — •r;i'37.8g^> ? ^^'^>'27 
<nnliJ J. ?/"/Kl90ml<7>ll^tC^L> £<&JR»i)fctClffia*l.95g*;ta;U 

5r@*-rtL{f, M> , /[b]ft7i^5-'f /UT-fe hT^ft K34.8g£#& 0 
###0 3 (3) 

2- / <>'/[b]ft7x>-5^ ;PT-fc FTA'ft F34.7g£^ * 7 - ;H75mUCT#M 
L, dO»C7X^T, *3Hfc***-*- b 'J 7 Ai.87g^^»J^tinL,7X^T-ClB# 



WO 99/31056 PCT/JP98/05610 

7- )V& X J>n-A+t > (Di&G-mXW&gk-f tllX. 2-^ > V*[b]^ * 7 x > 
5_y y -;U(No.S3-l)9.5g?r#^o 

NMR(CDCl,)«5'ffi:2.93(lH,brs),3.O0(2H,U=7Hz),3.85(2H,t,J=7Hz),7.O-7.5(3H,m),7. 

5- 8.0(2H,m) 

##«3(l),(2),(3)tra«i:lt, ^LT^fb^5r#^o 
NO.S3-2: 2-^ > V[b]^ ^7x >-6--f ? y - ;t< 

NMR(CDCI,) 8 -fit: 1 .69(1 H,brs),2.95(2H,t,J=6Hz),3.87(2H,t,J=6Hz),7. 1 -7.5(3H,m),7. 

6- 7.9(2H,m) 

No.S3-3: 2-^ > V[b]^- ^7x>4-'f;M-X^;-;l' 

NMR(CDCl,)5'(i:1.60(lH,brs),3.21(2H,U=7Hz),3.94(2H > brs),7.1-7.9(5H,m) 
No.S3-4: 2-^ > V*[b]^ * 7 -x >-7- W ^-1 - -X 9 J — )V 

NMR(CDC1,) 8 Mil .52(lH,brs),3-16(2H,t,J=6Hz) t 4.02(2H,t,J=6Hz),7.0-8.0(5H,m) 
No.S3-5: 2-^ > V~[b]J-jr "7 x >-3--f ? y - ;U 

NMR(CDC1,) 5 {fi:1.90(lH,brs),3.1 l(2H,t,J=6Hz),3.95(2H,t,J=6Hz),7.0-7.6(2H,m),7. 
21(lH.s).7.6-8.0(2H,m) 

No.S3-6: 2-^ > V[b]^- t7xV-2-'f AM-.X ? y - ;U 

NMR(CDC1 3 ) 8 ffi :2.03( 1 H,brs),3 . 1 3(2H,t,J=6Hz),3-92(2H,t, J=6Hz),7.09( 1 H,s),7. 1 -7. 
5(2H,m),7.5-8.1(2H,m) 

No.S3-7: 2-(6-7 )V Jr n ^ > V[b]^" * 7 >-5-^f J- 9 J ~ )\> 
NMR(CDC1,) 8 1it:l.45(lH,brs),3.03(2H,t,J=6Hz),3.8-4.l(2H,m),7.I-7.8(5H,m) 
No.S3-8: 2-(l-i-y^)U)-\-^9 S—)V 
No.S3-9: 2-(6-^r J U )Vy\-*.? J - )U 

NMR(CDC1,) 8 ^i:2.40(l H,brs),3.05(2H,t,J=6Hz),3.98(2H,t,J=6Hz),7.2-8.2(5H,m),8. 
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NO.S3-10: 2-(2-^fil'-l ) 3- / ^ , /f7y-A'-5-'f )\,y\-3-? J - )V 

NMR(CDCI,)^'ft:2.80(3H,s),3.00(2H,U=6Hz),3.93(2H,t.J=6Hz),7.2(lH.ni),7.6-7.9 

(2H,m) 

No.S3-ll: 2-(2,3-vfcl Kn-iH-5-4 yT— fryux.* J — )V 

NMR(CDC1 3 ) 8 -fit: 1 .48( 1 H,s). 1 .8-2.3(2H,m),2.7-3. 1 (6H,m),3.84(2H,t,J=6Hz),6.9-7.3 
(3H,m) 

No.S3-12: 2-(2,3-yt Kn-i,4-^> V > >-6-<i ;P)-1-jc^ ; 

NMR(CDC1 3 ) 5 'fi:2.04(lH,brs),2.75(2H ) t,J=7Hz) > 3.80(2H,t,J=7Hz) > 4.23(4H,s),6.6-7. 

0(3H,m) 

No.S3-13: 2-(l,3-^ > Xv t^V- ;U-5--f /P)-l-^ * / - )V 

NMR(CDC1 3 ) 8 ft: 1 .55(lH,brs),2.78(2H,t,J=7Hz),3.81 (2H,t,J=7Hz),5.92(2H,s),7.6-7. 
9(3H,m) 

NO.S3-14: 2-( If 7 * — ;i/-3-^ ;i/)-l-i 9 J — )V 

NMR(CDC1 3 ) 8 -fit: 1 .52( 1 H,brs),2.94(2H,t,J=6Hz),3.92(2H,t,J=6Hz),7. 1 -7.8(9H,m) 
NO.S3-15: 2-[4-(3- 1° U v ^)7 .x — ;i/]-l-J- * y — ;l/ 

NMR(CDC1 3 ) 5 fit: 1 .73(1 H,brs),2.94(2H,t,J=6Hz),3.92(2H,t,J=6Hz),7.0-8.0(6H,m),8. 

56( 1 H,dd, J=5Hz, J= 1 Hz),879( 1 H,d,J= 1 Hz) 

No.S3-16: 2-[4-(5- tf U 5 v — ;V)"7 .x — J. ? 7 — ;P 

NMR(CDC1 3 ) 5 it:l .76(lH,t,J=7Hz),2.95(2H,t,J=7Hz),3.93(2H,td,J=7Hz,J=7Hz),7.2- 
7 .8(4H,m),8 .9 1 (2H,s),9. 1 7( 1 H,s) 

No.S3-17: 2-(2- 7x-/l'-l ,3-^" TV- /W-4- ;b)- 1 -jc ^ y - ;u 
»J$J 1 

2-[2-(4-^ >- X k: K 'J ;i/ tf ^? 7y/)i^ v]-l-(^ ^ X[b]?- ^ 7 >-5- -f ;P)-l-^- 

>), ilffi\&&.5g(?-XU h-X-.y Xl^js.fcy^y -y v:x<7)f?glCTgSi§L7 l .:X•rT 
•; ^VX^v-y- ^g^iSS^^M^t^VG-Ol:/^ ^CSAl^T-U- K 
@^600rpnu a y y*-|s]^32()Orpmt;Tl053*F«3zfl^i-&o £ 1 # 

^-fe;i'Hi*y-i:;i/^)^0 3oomg^^^ < t ? u?c*u ^y^^m^m 0 
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Og. ^H B B ^^n-Xl20g(Tlf-t^:^l:^)i5J:^3->X^-^67g^i^J!}PL < 5 
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S»J«I 6 
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-\ - 
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5. 
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-\ 5 
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